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(57) Abstnct 

Novel quinolinc derivatives and quinazolinc derivatives represented by general fonnula (1) which have an inhibitory effect on the 
autophosphoiylaion of growth factor receptors originating in platelets and phaimaceutically acceptable salu thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnomial proliferation of cells such as the 
proliferation of tumors, wherein R, andRj represent each H or C,^ alkyl.orR, andRj together form C,.j alkylene; X represents O, 
S or CHj ; W rcpresenU CH or N; and Q represents substituted aryl or substimted hcteroaryl. 
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PCT(cfi'5i>T:'iiR!$*l5SBlilK«r.'«i^7i>y h«-Hir P C T»lHB$rS£i-5tiOtttffi S*V-5 a- K 

AL 7/«.A=T EE xXh = T LR y'^DT RU D->7a» 

AM TA-^-T ES' LS h SD :^-^> 

AT *-xhy7 FI 7^X7>'K LT y hT = r SE 

fr 77^^^ lu /b^-tytr/u^^ sc -/ytfaJ-A- 

AZ T-tfA-y-i^i^-ty GA ^f#:^ LV yy^-^T SI 7.n^ :t:^7 

BB /<4.XK^ GB 'f^y:'^ MC SK a rH^TifeldS 

BE ^iA-^- GE ^A^'yy MD *A K/^ SN -t4;tfA- 

BF -^/^^t-vj'J GH ;er— t MG -tf-is%iit^ sz ;^7-:?7>'K 



BG -fA'if^jr GN ^=iT MK K^^TBa- :J ;^ 7 TD f't-K 

Bj :;t^ OR '¥y->+ iHTHtnm tg h-=/ 

BR •:r7i?A' HU ^^•yU')- ML TJ y 



BY ^^/U-i/ IE T>r/i'7:^K MN ^y-dA^ TM hA'^ > := 

CA IS 7-f:^7>K MR *-'J^ = T TR h/m 

CF 'f'*r7y*ftfta IT -^^V- MW -ry^H TT h y = K • 

CG ^y^~ J P 0* MX UA ^^y^-f- 

CH KE -^-7 NE -'y^i-A^ UG !?^rv^ 



CI ^-Y • 'ysiiT-A' KG ^^■A'^?.^':^ „ NL US i^ffl 

CM *>A.-y KP fl»R±±IIA£^tlDB NO yA-i-a:- uz 

ON 'fB KR jkiftg NZ -.L--i>-7i'K VN ^r>f x h-fi 



CZ f^*5'=i*frB KZ *?7X^> PL ;j;-7:^K VU i-=f:;t7ir7 

DE hVy LI yt7^y-/a^>fy PT 3!A'h^fyu 

DK T^^-^ LK ;^'J7>* RO A'-- rr:7 
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^ m ^ m 
» a 

SHT^Cplatelet-derived growth factor, ^ITPDGFiBg-^) t£t'^gS(&Sl-i><M 
^J^blSI^5K|l8^D•oTI-^5^t*^»t>nT^.^-^.(Cell.46. 155(1986)) « Li!)^lf£t< 

ici'l^Tii. i^JI8efl[lcfcyiPDGF^PDCF5S<4:©S«S4*<ifei;Tfct)> Ctl 

-oofit^^i Lt, iiPDGF!iL<t®t9!^tzi:t)jp|!!gnfcJ:t^»Sa©S^igji$.jjj 
*!I Lfc Wffi^$*lTl>5 (J. Exp. Med. . 175_. 1413(1992))*>\ tnfKmWi><i> > 
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2 

4t 5 5^ D i/ y^i—^t^mmtti c ti)mk>tiT\.^i,o c ©Sg^^f- D •> > 

fc^JJi35:tfclc^$*lTl^ 5 (Cancer Research, 54 . 6106(1994) > Proc. Natl. Acad. 
Sci.USA..92.2558a995))c Ri:©Ct*^t,^ PDGFSS{*@B 'J >||{bPl^^J;!»< 

'(4*dMai©PDGF5S»eB'J>K<b|iI^JiLTIi> S-TU-^b+y 
'J>S<!:LT> J. Med. Chea., 37. 2627(1994). J. Med. Chem.. 37, 2129 (1994) , *5.fc 
O:i$^¥6-507643-^fi«. 3-7 U -Jb+y 4-!>- U LT. Cancer Research, 
54- 6106(1994) is^m-^') =J )\^-2- 7U-;Uf'J J vVJiiLX, Proc.Natl. 
Acad. Sci. USA. . 92. 2558(1995) tm^tlXK^i,^ 

Lfc«ji**L^ *>-DPDGF§SftSEi;>MILOffiSf^ffi^WtS^t^«Sli, * 
ii£*4«a]©+y U LTIi> l^ii^l - 2 4 6 2 6 3^&SJlc 
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IBiK^tlTl^S {4- [ (7-^^00-4 - + y'J-;l') ;i-+->] -yx-jl} 

4-7';-;l'+y ij XcigtSfcOiLT^ J. Med. Chem., 14. 1060(1971) 
, Acta Chim. Hung. . 112_. 241(1983). <^'2M% 3-5 1 3 7 K-f 7 

4*SF^3 1 0 1 5 4 4-^. - 2 4 6 2 6 3^i>S, JKH#n=3 9 3 6 4 

*f|i!B{4. P D G FSgftSa "J ^KfboH^f^ffl'&Wt ^iTiS<b^«!i^ffi#^ 

PI BJ © 51 ^ 

S*fc«'vxD7'J->'l'Si, +y •J>•&^&*fc(4+!^v•"j>'ttS©4&i*<l 
^iOKSIST. Kills?* fcl4^3IIIii^^^ LT^^ L/c«ii^tt5{b^A<s 
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N 



(I) 



CHSfcliNT-**?. 
1 WA<CH0Ji^, 

(a) XliOttzltSX'iiO. Qii> 
(II) : 



K*^ mliK 2^)t(i3T-*f3. Rg liSSiJIcCN. OH. /^P'y>. C 
3i (III ) : 




(II) 
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C j-C^7;U3+i'T'4)i3, Zfi|H)B$(it7^c(i<i)3iJ|cN^/ciiCH 
S (IV) : 




^1-+ {i C 2 - C ^ 7 iyJlX'$,i'\ T-^ $ n 5 t) . 
(b) XllO^ StfciiCHgT-abO^ QiS> 
S (V) : 




5 1 

(Cg-Cjg) 7>il'+;k C ^ -C^7;L'3 + ->;f7;b*'^;K 7i^;k 

2 4 

D^ffiS*^ jglR ^ tl S ^ m® f- n I^^ L T I. T t «k I. ^ 5 - 4 li 6 - 
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jy-^l/Sii. CN. NOg^ OH^ NH2^ -^^n^Vx C ^ - C ^ T^l-^^K 

10 10 13 

':/;t + i/^ Q ^-C ^7)1^)17 i J ^ (C ^ - C ^ 7;l/+;b) 7^7. 

CO^H. C0NH2^ N- (C ^ - C ^ 7;U^;U) 7i F\ N, N-v- 

(C ^ -C^7>'U+;W 7^ H\ C ^7Jl^Jl7 i F\ h U 7 ;L';r □ y 5^ 

;k C^-c^7;U+;l'^;t. y j-^ji. i:gl7x-;k 7xy + s/, Sft7x 

y + 7x^;bf-:ts 1^7x-;U^7t-^ 7x-;b (C ^ -C ^7;u^;L/) , 

E^7x-;u (c ^ -c^7>'L'^;b) . t*';v;K fv^v-Jk 

0^-0^7 y ;^:6^'^)S^f?^ n-5 1 - 5<i^Dg^s^w lti^t ct < . b ii. 

0. S. NH. NCN. NR„tyriiNORc (C::T\ R « ii C , - C ^ 7;l^ 
b b 5 15 

^ (V) : 




} o 
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*^a^o{b^iB5iimjlBS (I) T«t)$tLS t>cDT'*'9> S^OR^^ R^. 
W. X. J^s' - ^ 

1 0 

t -^>^;l. ; 

mik (C g-C ^ q) TJlz+vb : i/^n:/D e^k y^'oyf-^k '>^d^> 

:;^D4?+>'7^;U--K-;k -^^ V^n*^'>:^>l'^*x;k 7^b + '>:^;l^'t:-;k -^V 
y h + i/:;!;;ktC-;k s h + i/:^;l'^*-;k t --^ V^ytiJlrr:^Jl ; 

c J -c gT;^+u>y;^+i/ : ^^u>":^*4^i/. x^uve^^r^^-/, 

C 2 - C ^ 7 : 7-fe^Jk e';^-x;k 'J ; 

c ^ -c^7>'L'+;i/7i y : y5^;^7^y^ x^;b7$ yDbV^7^y^ 

-y?;U7^y ; 

V- (C -^-C^7;l'+;b) TiJ : v/1-)\^TlJ. 'Js.^)VTlJ^ 'Jf 
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C J -C^7Jb+;L'f-:t : ;<i-Jl'=^t^ xf^>P^t> fot°Jl^:ir^ ^Vfu 

Sltt (Cg-C J q) T^lz+^k C J -C^T/l-n + i/. C -C^T^l/n+i/ 
3^j;l/;i<ji;k Z ^-Z ^7 A'^X/yVic^v^ C ^ -C ^ 7^U+JP7 i ^ > i?- 
(C j-C^7-'U+;L') 7^y^ C2-C^7^U+;l-7i K\ V ^) v u ^ ^f- 
;k C j-C^7-'l'+;Uf-;t^ 7x^;k 7i/' + v'x 7xJl>l^^;^■^ 7x::.;l/ 

(C j-C^7;u+;l') ^ -<>7'(';Ut7t(iC2-C^7->;KD**^bSl4'*i"5 
3 <i * T-©»tC J; TSSI^ tlT I ^ S 7 X JUS ; 
S^7xy + -> : CN. N0 2> OH. NHg. ^^o>r>, C ^ - C^7;U+ 

att (Cg-c 7;i'+;k c j-c^7;H3+->. c j-c^7;i'3 

+ ->*;U;}-:;i;k C ^ -C g7;U+P>i>;r + -X C ^ - C ^ 7;l'+;l/7 i ^ . 
i?-(C j-C^TJl'+Jl') 7 5/x C2-C^7-'U+Jl'7; H\ h'j7;b;ray 
f-;k Z ^-Z ^7 ys.—JW 7i>' + >s 7x— Jbf-;*-. 7x^ 

)V (C j-C^7^b+Jl/) . '<>y-<-'bt/-IiC2-C^7>JUCD43*^t>iltfn 
* 3ffl t T'©»IC J; -5 Tfi«l$ tlTl ^ 5 7 X y + -/S ; 

j:.-ll=f-t : CN. NOgx OH. NH2^ ^■>D'1^'>^ Cj-C^7>'l' 

+;k sitt (Cg-c J q) 7;i'+>'k c j-c^7;i/3+-/, c^-C47;b 

3+:/*;l/;K-;k C -C g7;l'+U>i^:t+>'. C -C^7JU+;U7 5 
v'- (C j-C^7;l/+;l') 7iJ. C2-C^7;U+^U7 5 K. h'j7;U*D 
>^-'k Q ^-C ^7)V^)V=f-it^ 7xx;k 7xy + ->. 7x-;Uf^;f. 7x 
-)V (C J -C^7-'U+;l') . 'OWyUtfcliCg-C 47 >;l'©ifi6^t.fi!f 
tl5 31*TOS{wJ:oTllgl$*XTl^S7x^;l/1^;*-S ; 
fiftO'/^-;!/: CN\ NOgx 0H> NHg^'^n^X C^-C^7;l'+ 
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3 fit TOStck rSSI^ nri^S'O ^bSo 
Sfcii^U-f^S^ 7-7;HI, 'J>3'»s i^a-^K. SEif^ ^'iv 

if § $ *i 5 o r « t. tj I ^ c i lit 9 * T <j I ^0 
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141 
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M 


143 
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II »l|HJg)<b^^®S^i§:^a 

T^fiRt^Ci*<T-^5o ^J^I4\ Org. Synth. Col. Vol. 3. 272 0 955). Acta Chii. 
Hung. J12, 241 (1983) i'Oiaig©:^ S c jyTO^^jT-ffiffl L T I ^ 5 ^ 



0 o 
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ciA<T'i5o m^ii. /MtMi^s :K^m.itm. i7«. 150 mmm( 1 9 



0 

o 




CI 

R,o^^^ 



1 Ail) Qi)<^ (II) ^ a (III ) ttzii^ (IV) T-a^jcn-5J§^ 

^tii, 4-^'DD+y ') >mm»tm^t^^ t^z^-,rmmti>zti)<T' 
b. X*<ST-*.5{b^a®^ESt: 

2 fp, Qi)<^ (V) [g; (V) t^, i:^XX/kf)<tUtOX'ir>i,} 
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3 3 

Chen. Soc. , Chen. Comnun. , 1157(1993). Synlett, 1157(1994)) {Zs^^tiT^^^Jl 

(III) h>jyjl':ta/ ^-yXJl^^^-httzli^ y7-Jl\i''^M. (Ill) h >J 7;b;t 
u;i ^>7,Jlt^i—\-) 0#STx 7 "J - rVl' • 7 7 7 7 ■> MtR!oinU l \ 

~2 0 0X:cDiGffl, ffS Klil 3 0-1 8 0^®iGH(-T4S^J«*fc(iji^<£ 
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:S:iK(Org.Syn.. 51, 1390971)) Em(0l^JT(D:^mz^t)7 yJli-t7 

m^if. 2 0 0 - 3 0 0 °c) 1- ^ :: i icjimmtmm*<^& l/c s - 7 - 

^ftTT-toSt 5 i IC J: »3 SftlCt 57->Jl'^:4-7xy - ^l/Sl^f*?:^ So ^feV ^ 

N-i;;(f^;U*;iUA7? K) tt"x Tm^ti- h O At thi^URS 0~1 SOX) 
®*W=T^ 4-^'nn + y>) >^a|^|:^ tiHA-i' aa^-f-'/^) L 




X*<CH2T*>5S (I) T-S^^^lS-fb^feHi. 3(7 f-7-(S.Cutier)t.®J.Am. 
Chem.Soc.Jl_. 3375(1949) lcI2«o::&a^fJffl LTSSliit^ C i^^T-t C 
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}^\.^X\ X7^-f KJ.K.Stille)t,OJ.0rg.CheD.,48,4634(1983) ICEK® 

ssiceiti,\ mmm xh5tKD75» 4- (4-7'd* 

(eaRti'. fx (h •J7i-;u*x7-f » ^<v'J^Ls (II) i'D'j K) ?¥ttT 




3 ^ (I) 4^. W% (V) K (V) 4'^ B|j;0r-j^l3. j tj: 1 T-ab t) ;!^^ 
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a. X*<0T-*S^b^^O^E£ : 
as i fc {±^^43jc UT^ h o 7 X y - ;Hc*f L T 4 - ^ n D + 

(CRifx N. N-x'y^Jb+;bA7 5 K) igS Tkm^'-hV^' 
(**<?lt>nSo ::n^-4:;to©:5&-ai-{*V^7;l'+>'b7 5 >tt:liT U -;U7 ? >^ 
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b. X*<ST-*5-fb^fe©^Eic: 
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38 

:^mt-f- MJ -t^i.) ©#^T''^c7y>"ft:7;l'+;L/^ftffl^-ti-'5:: ilcJ:♦3S/jtt 




X^'CHgT-iSS; (I) r-Tn^tlZ^t^^lis * h7-(R.Cutler)t>©J.AD. 
Cheit.Soc.Jl_. 33750949) tcfe«©:)^-SlcioTSajit*C <t;5<T§ So C© 

^f-yj >S|a|tt:*^toL, iSi!!E^F-ti-Tf|bn2.>'7';-;l'S»7-b h 'J;U5: 
Smitz^. JJi^aU 4- (7iy'<>v>;u) +y >j>S|a|t|cifc{j4- (7 
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A. R^, R^. W, EfcJ;C;Riig!J;^©Sgi|5|aTabt)x PT' 
4 ^ (I) (V) K (V) jfeJ:t5k;&<j:(>tclT;b51 

B*«0T-*,s{b^feiis ±iEfE«©^ge+iaftici^ LTi:^5aI®^i4lc^^^^^ v 
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4 0 

A. Wfcj;C;R(igEffi®SSil§l«^:?*t)^ XtiOs S 

b. B*<ST-*5jb^«!J©^fi5c: . 




c . B C N T'* 5 {t^ifel® ^fi£ : 

B*<NCNT'*S'fl:^!gji4. fe> (H. J. Petersen) bCDJ.Med.Chea.Zl. 

773(1978) ICfe«®:5-Slc J: •:. TSi!ii-r C i*-!T't So 
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liCH2tr*^,o ] 
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42 



mmn m^ii. mf*im. mp^m. ^rm^ mm. gsta^) 
ztii^ommmii. m'^m^^itiTi^zm.mm. mm. ^^m. mmk 

^J;ilfx ^Jli^. xxTU ^ijxi^U>ru S{tffl 

fi-^Oft^JcloCTjia^^nSi^ ^ij^lf. l ~1 O Omg/kg ffS L 
<ai~5 0iig/kg ftaoiSfflT?**)^ cn«rlHllHl*fcfiSJ[lHllci>l:fTtft4 
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4 3 



t-5o 

m m m 



rPKD°D©2. e-v'fc Ko + •>:^7^^> (9 6 Img) ^N. N-iS^f-^b 
*;l.i.7= K (lOOml) {c?#*>Lfc&^ i^K^V-^A (1. 2 4 4 g) ^rto 

A.m&izxm^ifz, io^'^'j/i-jimst a. 1 4mi) «-t*o< dtstl 

^H-NMR (CDClg, gOMHz) :fi3. 89 (s, 3 H) . 
7. 00~7. 18 (m, 4H) , 7. 5 3-7. 7 0 (m. 2H) 
Sfi^tfftt (FD-MS, m/z) : 174 (M"^) 

(12) 

4-i'OD-6, 7-v'> h + U > (7 5mg) tldfeWl T|#fc6 - 
J* h + ->-2-^7 (17 4mg) 18 0lC4>3 05}ra»i^L 

3t^^ SJSS^^^'^+.iJ-V/T-ferhV (2/1) T-S§iltS»8->')*>!r;P^' 
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or?h/77^-(Cj;?)||8l!L> gS®lt^5-7 Img, IR*5 9%T-?|/:o 
■^H-NMR (CDCI3. 90MHz) : 5 3. 96 (s. 3 H) , 4. 0 
7 (s. 3H). 4. 08 (s. 3H) . 6. 53 (d. J = 5. 71Hz. 1 
H) , 7. 18-7. 3 6 (m. 3H) , 7. 5 6-7. 9 1 (m. 5H). 8. 

5 0 (b r, IH) 

gfi^tffffi (FD-MS, m/z) : 36 1 (M"^) 

6. 7-vy h4^->-4- 'J > (1 Q) 

4-i'un-6, 7-yy h + v/+yu> (4 5mg) imKn'S® iS-:»-7 h 
(14 4mg) ^S^Ls 1 8 0W2l^rBl«jf L^^, HJSW! 2 <!: i^«l© 
SmcioTftSSU SSO{t^te^r4 5mg. JR$6 8%T-?|^o 

■^H-NMR (CDC 1 3. 9 0MHz) : 5 4. 0 5 (s. 3H) , 4. 0 

6 (s. 3H) . 6. 52 (d, J=5. 28Hz. 1 H) . 7. 27-7. 6 
1 (m. 6H), 7. 7 5-8. 0 0 (m, 3H). 8. 5 0 (b r. 1 H) 

«fi3Jt(rjl (FD-MS, m/z) :331 (M"^) 

IIJfe^J4 

6. 7--:>;< h^->-4- (7-> h^i/-2 U > 

(1 3) 

4-i'DD-6. 7->'^ h + ->+y';> (8 9mg) irPiSSi®7-;' h + 
•>-2-TH7h-;U (2 0 9mg) =£rii^L, 1 8 0^*3 O^P^^)IB$Lfcgt^ 
^«»J2i|5]tl|CD»mcJ:oTffiKL> ^©{fc^!g5?-5 9mg^ JR^4 1%T 

^H-NMR (CDC 1 o. 9 0 MHz) : 5 3. 9 2 (s, 3 H) , 4. 0 
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5 (s. 3H). 4. 07 (s, 3H), 6. 54 (d, J = 5. 49Hz. 1 
H) , 7. 1 0~7. 2 4 (m, 3 H) , 7. 4 9~7. 9 1 (m, 5H) . 8. 
4 9 (d. J = 5. 4 9. IH) 

(FD-MS. m/z) :36 1 (M+) 

^6)4*5 «fc c;ilS5! L fco IR* 2 8 %o 

^H-NMR (CDCIg. 90MHz) :64. 00 (s, 3H), 6. 7 
9~6. 8 9 (m. 2H) , 7. 3 0~7. 4 8 (m, 2H). 7. 6 9~7. 
9 0 (m. 2H) 

SM^Jffffi (FD-MS. m/z) : 174 (M"^) 

6. 7-xV h^y-4- (5-y h4-->- 1 - :H 7 5^ ^UtT ^ •» U > 
(1 1) 

4-^'nD-6. 7-->V h + ->+yU> (8 5mg) <tllffifi«J5T'{|fc5 - 
^ \'^y-l-i-yh-)l (6 7mg) «-S^L. 1 8 0t:+2 O^J^at^^^L/: 
llil^2<!:|H|«®jim^<k-^TfSSi!U SSC^b^^^l 9nig, IR^I 4 

^H-NMR (CDC 1 g. 9 0MHz) : 5 4. 0 4 (s. 3H) , 4. 0 
8 (s. 6H). 6. 31 (d. J=5. 27Hz. 1 H) . 6. 83-6. 9 
2 (m. IH) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, IH) , 
8. 2 0-8. 29 (s. IH). 8. 43 (brs. 1 H) 
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Sfi^Wffi (FD-MS. m/z) :36 1 (M"^) 

6. h4->-4- (A-^>h'>)Jlt^'y) (17) 

4_^OD-6. 7-->y 'J> (1 1 2mg) irpfigacD 4 - 1 K 

D+i/^^K-^L- (2 0 0inB) ^ig^U IBO'CPZOH^mtmitzo 

S?:i'Dn*;UA/8^8x5^Jl/ (3/1) T-SBSt y 'J o v h ^ 

^H-NMR (CDC 1 g, 90MHz) : 5 3. 9 5 (s. 3 H) , 3. 9 
6 (s, 3H). 6. 08-6. 13 (m. 1 H) . 6. 35 (d. J=5. 2 
8Hz. IH). 6. 8 3-6. 9 3 (m. 1 H) , 7. 29-7. 4 5 (m. 
5H) . 7. 62 (s. IH), 8. 40 (d. J = 5. OSHz. 1 H) 

Ki^ffffi (FD-MS. m/z) : 32 0 (M"^) 

6. 7--:^;' h^->-4- (3. 4--:>y h^->7xy+-» ^yj > (8) 
4-:?DD-6. 7-->V h + ->+y'J> (9 Omg) irUiSD°n®3. 4 - 
y h + ->7xy-;l. (18 7mg) *S^L. 1 8 0lC*3 0^>P^aitif Lfc^. 

U Se©{b^*2 6mg. iR^l 9%-eJlfco 

^H-NMR(CDCl3. 50 0MHz) :53. 87 (s. 3H). 
3. 93 (s. 3H). 4. 05 (s. 3H) , 4. 06 (s. 3H) . 6. 4 
5 (d, J=4. 9Hz, IH), 6. 75 (dd, J = 2. 4Hz. 9. 2H 
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z. IH) , .6. 7 5 (d, J =2. 4 Hz. 1 H) , 6. 9 3 (d. J = 
9. 2Hz. IH). 7. 42 (s, 1 H) , 7. 57 (s. 1 H) , 8. 48 
(d. J = 4. 9H2. IH) 
Sfi^tffffi (FD-MS, m/z) : 3.4 1 (M"^) 

^^J9 

6. l-'J^ h4-->-4- (6-4^y U;U:t4^i/) 'J > (1 5) 

4_j,nD-6, 7->'y h + v'+yj >■ (9 Omg) itUEffiOG-tKn 
+ ->+y U > (1 7 6m g) 5:SffiL^ Hife^JS tmSO^^tT'SfCfeJiCmSi 
t5Ci(ci;*)^S®{b^^6 2mg. JR$4 6%T'{ifcc 

^H-NMR (CDC 1 3, 5 0 OMHz) : 5 4. 0 5 (s, 3H) , 
4. 06 (s, 3H). 6. 56 (d, J=5. 5Hz, 1 H) . 7. 44- 
7. 6 2 (m, 5H) , 8. 1 3 (d. J =8. 5 Hz. 1 H) , 8. 2 2 (d. 
J =9. 2 Hz, IH) . 8. 5 3 (d. J =4. 9 H z. 1 H) . 8. 9 4 
(d. J = 4. 3H2. IH) 

Sfi^tfrit (FD-MS. m/z) : 3 3 2 (M"^) 

wmi 0 

6. 7--:>y h^->-4- (3-7;l/7hD7xy^» <) > (4) 

4-^DD-6. T-if/ h + U > (10 Omg) tW^S^OS-yJl 
;^-o7iy-;K0. 2 0ml) ^S^U 1 8 0 W 3 0 ^P^ttjf L SJS 
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mg, JR$9 4?6T-»fco 

^H-NMR (CDClg, 500MHz) : 5 4. 04 (s, 3H), 
4. 06 (s. 3H). 6. 56 (d, J=4. 9Hz, 1 H) . 6. 93 (d, 
J=9. 2H2. IH). 6. 95~7. 05 (m. 2H). 7. 39~7. 4 
5 (m, IH) ,7. 47 (s, 1 H) . 7. 50 (s, IH) . 8. 5 3 (d. 
J =4. 3Hz. 1 H) 

MS^tffffi (FD-MS. m/z) :2 9 9 (M^) 

HJfe^lJl 1 

6. 7-^y h=t^->-4- O-b KP^->7xy4v') ^yj > (5) 
4-^au-6, 7-'J;t h + 'J > (3 0 Omg) i ffiiSS?,® U V^b •/ 
>*y7-feT-h (0. 8 3 5ml) $-S^U 1 8 O^CI^S O^F^!Kjf Lfco 

«£ET?gj«®* LTiifcSffi^. a D t^v^A-^?ifeg^t;t 5 c t i t)Se®<t 
^5:3 7m g. iR^9%T?ifco 

■^H-NMR (CDC 1 g. 5 0 0MHz) : 5 4. 0 1 (s. 3H) . 
4. 0 2 (s. 3H) , ,6. 4 8 (t, J =2. 4 Hz. IH) , 6. 5 9 (d. 
J=5. 5H2, IH), 6. 77 (d d. J = 2. 4Hz. 7. 3H2. 1 H) 
, 6. 82 (dd, J=2. 4Hz. 8. 6Hz. 1 H) . 7. 33 (t, J = 
7. 9 Hz. IH) . 7. 3 9 (s. 1 H) . 7. 4 7 (s. 1 H) . 8. 4 0 
(d, J = 5. 5Hz. IH) 

®«:»tfffil (FD-MS. m/z) :29 7 (M"*") 
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mmmi 2 

6. T-v'jt (4-:>'n^7xy4^-» U > (7) 

4-^'DD-6, f' + v'+yj^' (1. 0 0 g) irUigS.©4-yn 

^•7x7-;!. (1 1 5mg) ^^S^L^ 1 8 OT+4 ommWlfz, SlEil^ 

7^-icj;t)msju gs©it^fe?:i. 2 0g> mi6%vmo 

^ H-NMR (CDCI3. 500MHz) :<54. 04 (s, 3H). 
4. 05 (s. 3H). 6. 48 (d. J=4. 9Hz. 1 H) , 7. 08 (d. 
J =8. 5 Hz. 2H) . 7. 4 3 (s. 1 H) , 7. 5 1 (s, 1 H) , 
7. 58 (d, J = 8. 5Hz, 2H), 8. 51 (d. J = 4. 9Hz, 1 H) 
SfiiJJfffi (FD-MS. m/z) :3 5 9 (M'^). 361(M"'"+2) 

m^mi 3 

6, l-'J:^ (2-> h4^->7xy'^i^) ^JV> (1) 

4-^'uD-6. 7--:^y h + ->+yU> (1 02mg) iTiiflgD°D©2 h 
+ ->7xy-Jl. (0. 5ml) ^S^U 1 5 0iC4'8^FBiaif L^^o SJBS^ 

LT'*fcSat5r'^+•^}■>/ftifxf■;^T-ggg'#^ Slc^- d a^.JlA// 9 J ~)l 

7 6mg. JR$54%T-'#fco 
■"•H-NMR (CDC 1 „. 9 OMHz) : 5 3. 7 8 (s. 3 H) . 4. 0 
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5 (s, 3H). 4. 05 (s, 3H), 6. 31 (d. J = 5. 3Hz. 1 H) 
. 6. 9-7. 4 (m. 4H), 7. 42 (s, 1 H) . 7. 63 (s, 1 H) . 
8. 4 5 (d, J = 5. 3Hz, IH) 
Sft^tfrffi (FAB-MS. m/z) : 312 (M^+1) 

mmm 4 

6. h^i/-4- O-;' h4->7xy^» 4^/ 'J > (2) 

4-^700-6, 7--:^y h + ->+y 'J > (1 0 3mg) tmiSD°D©3-> h 
+ ->7xy-;U (15 8mg) *fi^L. 1 6 0'C*9I^P^8H$Lfco SJGS^ 

{-J;t)flS!!U SS©jb^^2 9mgs JR*5 2%T?ifco 

■^H-NMR (CDC 1 3, 9 0MHz) -.6 3. 8 2 (s, 3H) . 4. 0 
4 (s. 3H). 4. 05 (s, 3H) , 6. 53 (d. J = 5. 3Hz. 1 H) 
. 6. 7-6. 9 (in, 3H) , 7. 35 (t. J = 7. OHz, 1 H) , 7. 
43 (s, IH), 7. 54 (s. 1 H) . 8. 50 (d. J=5. 3Hz. 1 
H) 

Kft3}tfrffi (FD-MS. m/z) :311 (M"^) 

mmmi 5 

6. 7->V {4-/ h^->7xy=^y) V> (3) 

4-i'DD-6. 7-i^;' b + v^+y U > (1 03mg) irUHSD'ao4-y h 
+ ->7xy-;l/ (2 8 6mg) «-S^U 1 5 0'C*6^rafiH$L;to Kim^ 
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«!I?r2. 2 1 iR$8 8%T'»fcc 

^H-NMR (CDCI3. 90MHz) :fi3. 85 (s. 3H), 4. 0 
5 (s. 3H), 4. 05 (s. 3H). 6. 41 (d. J=5. 3Hz, 1 H) 
. 6. 97 (d. J=9. 5Hz. 2^ , 7. 14 (d, J=9. SHz. 2 
H) . 7. 43 (s. IH). 7. 58 (s, IH). 8. 46 (d. J = 5. 
3Hz. IH) 

Sft^tfrtt (FAB-MS. m/z) :312 (M ■*"+!) 
IUfe«»Jl6 

6. 7-yy m^->-4- (5-^y 'J > (1 4) 

4-i7na-6, 7-iJy h + >+y > (5 Omg) irfJfiSfn© 5 - t Kd 
+ ->+y > (5 Omg) <&g^U 1 7 Ot+l O^PaWLfcc SJCS^ 

iLTiifcSS^:'v+-!fv/f^ifxf^^b (1/1) T•Sga^^ MlC^'un-t.^LA 

(50/1) TMPtSSBvU^y-'b^'DT 
*IS/L^ «e©{b^*4 7mg. iR$6 4%T-»fc„ 

■^H-NMR (CDC 1 3. 9 0MHz) : 6 4. 0 6 (s, 3H) , 4. 0 

7 (s. 3H), 6. 35 (d, J = 5. 3Hz. 1 H) . 7. 2-7. 5 (m, 

3H) . 7. 68 (s. IH) . 7. 7-8. 4 (m. 3H) . 8. 46 (d. 

J = 5. 3Hz. IH). 8. 49 (dd. J = l. 76Hz, 4. 17Hz. 
IH) 
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®«5>tlfffi (FD-MS, m/z) : 3 32 (M"^) 

mmmn 

6. 7-'J^ h^->-4- (1 -:>-75^;b:t^» 'J > (9) 
4-^'DD-6. 7-i?y h + '>+y'J> (9 7mg) irpHgS©l-^7h 

-ji (3 4 omg) ^g^Ls 1 5 ov'ps^mm^ttzo Ki&m^<Si^tmm 

fc]SS?-^+-tJ->/l^iEx^;U (3/1) Tjgggm. ^'DD*;L././^:5'y-;i, 

(1 0 0/1) T'Sia-r5->u*y;t'*5i»^DT<' h:?'5 7-f -iritjitjBLs 

!|lCA.+■t^>/|^Ki5^;^ (1/1) r'mmtmmi/Vi3^')l^u^\-i;-vy 

H-NMR (CDC 1 3. 9 OMHz) : 8 4. 0 5 (s, 3H) . 4. 0 
5 (s, 3H). 6. 32 (d. J = 5. 3Hz. 1 H) . 7. 2-7. 6 (m. 
5H) . 7. 7 4 (s. IH) . 7. 8~8. 0 (m, 3 H) , 8. 3 5 (d. 
J = 5. 3Hz. IH) 
Kfi^«ffi (FD-MS, m/z) :33 1 (M + ) 

6. 7-v^^ h4->-4- ib--(>h'')JM^v) ^J>)> (16) 
4-5-00-6. 7-y> h + i/^y ij > (1. Og) imB5D°n©5-t Kd 

+v-r>K-.'Ki. i9g)^rii^u 15 0^:4^1. smsmwitzo Rft:- 
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^H-NMR (CDC 1 g. 9 0MHz) : 5 4. 0 5 (s. 3H) . 4. 0 
7 (s, 3H). 6. 42 (d. J=5. SHz, 1 H) . 6. 5~6. 7 (m, 
IH). 6. 9~7. 6 (m, 5 H) . 7. 67 (s, 1 H) , 8. 44 (d, 
J =5. SHz, 1 H) . 8. 5 5 (b r. 1 H) 

(FD-MS. m/z) :3 2 0 (M"^) 

UteWl 9 

6. 7-->V h4->-4 - (3-y h4--/7x-jb5^;j-) 4^/ U > (1 1 7) 
4-i'oD-6. 7--:>;' h + i^+y 'J> (5 Omg) imiRD°p® 3 h + 
v'O-b'^f^^-^L' (7 7mg) ^fi^L. 1 8 0t:4^3 0 W^HJfL/^o Hil 
WIl 8<!:|Sl»Oi!lff;rj;oTffi$IU Saolb^ife^ 7 2 m g . JR^l 0 0%T- 

^H-NMR (CDC 1 g, 90MHz) : 5 3. 79 (s, 3 H) . 4. 0 
1 (s, 3H). 4. 03 (s, 3H). 6. 84 (d..J=4. SHz, 1 H) 
. 6. 9-7. 5 (m, 6H). 8. 45 (d, J=5. IHz. 1 H) 

Kfi^tfrffi (FD-MS. m/z) :32 7 (M^) 

6. 7-yy h4^-/-4- iA-i h^^7:L-;t>f-;t) ■;>(!! 8) 
4-^DD-6. 7-y;' h + ->+y 'J> (5 Omg) iiU^D°n04-/ h + 
i/'<>-b*>f-;i— Jl. (6 3ing) «-S^Ls 1 5 O'C+S^^JK^L/Co HifeC^ 
1 8^:|5l»CDi!|f^|c.i;•:,T^g»!L^ HJC^aD^-^^bA-eS^^tf 
S®<b^tl^ BOmg. itK^lOO %T»fco 
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■"H-NMR (CDC 1 g, 9 OMHz) : S3. 8 8 (s. 3 H) . 4. 0 
3 (s. 3H), 4. 05 is, 3H). 6. 60 (d, J=4. 8H2, 1 H) 
, 7. 1 5 (d. J =8. 7Hz, 2H) , 7. 3 8 (s. 1 H) . 7. 3 9 

(s, IH). 7. 52 (d, J=8. 8Hz. 2H) 8. 39 (d. J = 5. 
IH2. IH) 

fifi^ffffi (FD-MS. m/z) :3 2 7 (M^) 

rtJ|SSi©4-ya*7i>'-;l' (1 7. 3 g) ^N, N - ^Jl.;h;l/A7 $ 
K (9 0ml) \ZT^mUz^. m%Tim\ti- V 'J -f (2. 6 4 g) ^Jnx.fco 
SfiT(CT-Bft!Si$m^ i'ooy f-;l.yf-;l.x-xJL. (8. 3 5ml) 5rJD;ls 

1 8. 2 5 iiX^8 4 %T"'#/Co 
^H-NMR (CDC 1 3, 9 OMHz) : 5 3. 4 6 (s. 3H) , 5. 1 
3 (s. 2H) . 6. 9 1 (d. J =9. 2 Hz. 2H) . 7. 3 8 (d, J = 
9. 2Hz, 2H) 

Kft^tlrffi (FD-MS, m/z) : 2 1 6 (M^) .218 (M^ + 2) 

iafe^J2 2 (#%W 
4- h ■J-n-T'f-Jbf^^-l h4^y>f^vU7xy-A 
%'Sm2 lt?Sfc4-:^D*-l-y h + v'>f-;1.7x7-;U (1 5. 99g) 

«-IR*xh5t Kd75> (20ml) li^&»U T^b^vS^ffl^TmSRD^DO^ 
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irii~yfjh.WF. (1. 9 7 g) '^Jd^, '%\zB^%oyWf.^\-v\L Kd77>^ 

^W^'SfilcM r, tzmT\ 7-Yyty'uyy> (10ml) icf^f? L^miS^?.® 
mithO-n-:fi-Jl7,X (23. 99g) «r>^o< tJiiffiTLfco Sg*4Nf 
F51tm m^m^m 5 %i^^t7 A7|cr§?« <!: n n It AT'^li Lx 

J- n D -IL. Al^M*BgMv v 0 AT^Sii L fc^. i$tETj&««Si 1 5 C i 
lwJ:»3«ia®{[:^^3 1. 3 9 0 0%T-?i/:o 

^H-NMR (CDClg. 90MHz) : <5 0. 8 0-1. 6 5 (m. 27 
H) , 3. 48 (s, 3H). 5. 17 (s. 2H). 6. 91-7. 42 (m. 
4H) 

Sft^^tlfffi (FD-MS. m/z) :4 28 (M^+1) 

mmm2 3 (mm 

4-b Kd^->7x-;U 4 - h 'J 7^1/:rD->' -ir h > 
Utefl^J 2 2 r-?ifc 4 - h 'J - n -^f- JU^ >-l-;'h + ->;' 5'JU7 x y -;U 
(1. 2 82 g) tinf^PaOA- i\-^)y)Uta;fi-)\.) K^V^Jli^a^) V 
(6 26mg) irl^nvt^JlA (5ml) fC^ISU rtJSga°D©h'X (h'j7xJi 
-'L"t^7.7-r » /•f^v^'f A (II) ^D'J K (8m g) ^Atl^ 5Nfffla«ELfco 

*6gM7i/^i/-^i.T'«Sj!iL^:o «ffT«l«S*^«^'#^ny:SS (1. 028 
g)/&xh5 t Kd77> (2m 1) <c^<!?$-li-> * (5ml) <i:6NiiiE*J§ 
« ( 1 2 m 1 ) «:io;iT 4 . 5 ^P^«t Lfco RfcM^mfDmiti- h V ■i' A 
TK^fttx-r-'UT-iJaL. x-x;H^^»*8EK7r;^i">AT<fem «fE 
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®S3Jfffi (FD-MS. m/z) :26 6 (M"^) 

(4- h V7;U;tay^;l.7x-;l>) {4- [(6. 7 - 4 -4^ 

y u;i^) ^^-z] y > (2 9) 

4-^'DD-6. 7-->V h + ij > (8 Img) illife«SJ2 3T?#fc4 
- 1 KD + ->7i^;l/ 4-b'}yMaj'i-Jlyj,-jl h > (2 8 8m g) 

(2/1) T-gggt5liS->'J:<7>!r;L'i'D-7hi''77^ -|rJ:^)filS^L^ SIStD 
<b^fe5-9 8mg. JR*6 0%tr?§/:o 

^H-NMR (CDCI3, 5OOMH2) -.6 4. 03 (s. 3H). 4. 
06 (s, 3H). 6. 68 (d, J=4. 9Hz. 1 H) , 7. 29 (d, J 
= 8. 5Hz. 2H). 7. 46 (s. 1 H) . 7. 47 (s. 1 H) . 7. 7 
8 (d, J = 7. 9Hz, 2H). 7. 91 (d. J=7. 9Hz. 2H), 
7. 94 (d. J=9. 2Hz. 2H). 8. 59 (d. J = 4. 9Hz, 1 H) 

M*5}«Ttt (FD-MS. m/z) :4 5 3 (M"^) 

4-fc Kd^->7x-;1/ 4 -;'f';b7x-;l' »h> 
IIJS^2 2Tf|;t4- hU-n-y^^^Uf^^-l-y f-^l'7xy-vU 

(1. 28 2 g) ir1iISn°D0 4-h;U*'f;l'i^DU K (4 6 4mg) ^rJ'no;)^ 
./I/A (5ml) iZf&mU rfilRB°D®t'X ( h U 7 x^;U;^X7-( » /^^vf-^A 

(II) i'DU K (8mg) ^-An. 8^Hflif£Lfco RlCS^^^HifeW 2 3 i 
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Lfco WtKTmm^mmfzm. (9 6 7mg) ^rh^.t Kd77> CO. 5 
ml) tK (4ml) b&mmyi^mm (lOmO ?:Jd^T7I^Pb1 

KS:»tfrffl (FD-MS. m/z) :2 12 (M^) 
IIJ£W2 6 

{4- [(6. 7->=y ht->-4-^y'J>'U) ;j-4^->] 7x-;i/) (4-> 
^;U7x-;U) y (3 0) 

4-i'nD-6. 7-v;y h + ->+y'J> (8 9mg) <!:llte«^J2 5T-?|y:4 
- t KD+>7iJi;U 4->f-;l'7i^>ib y h> (2 4 8mg) 5:S^Lx 
1 8 OVPl O^ramLfz'^. m,m2 4 i|5|^(D:?iiT'tlSlit-5C<!:CJ:t3s 
mm<Ditm^l 1 8mg. JR^7 4%T-?ifco 

^H-NMR (CDCl g, 5 0 0MHz) : 52. 45 (s, 3H) , 4. 
03 (s. 3H) . 4. 06 is. 3H) . 6. 65 (d, J = 5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6H2, 2H), 7. 30 (d, J=7. 9H2. 
2H) . 7. 4 6 (s, IH) , 7. 4 9 (s, 1 H) . 7. 7 4 (d. J = 7. 
9Hz, 2H) . 7. 91 (d. J=8. 5Hz, 2H), 8. 57 (d, J = 
4. 9Hz, IH) 

SS5>ffffi (FD-MS. m/z) :3 9 9 (M"^) 

llffifJ2 7 

3-^Dn7x-;U 4-b Kn^->7x-;U »h> 
IIJfe«aj22T'#fc4- l^'J-n-y^^^^-l-y h + v-y^yj/^xy-^l 
(1. 282g) tmiSD^®3-^aD'<>y^Jl'^D«J K (5 2 5mg) ii^ 
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'J^L (II) ^D>J K (8mg) ^Atl^ 7^ra1iS2![L^o RJSS^^J^SIffi^ 

i^TSjiL/iio jaET?gF«S*«^fc^fi (1. 9 1 4 g) cDrt, -SB (1. 5 
63g) ^^y)^ xh7t Ko75> (1ml) l:-^»$-ti-^ tK (7ml) i6 
NiiK7K?tfSE (1 7m I) ^SnAT8l$P^iS^L/:o m^m.^^mMm2 3 i 
|Bl»®:5i*TA!lgLs SS©{b^!^^3 1 3mg. iR$2 2%T-{#/Co 
Hfi^tlffi (FD-MS. m/z) : 2 32 (M"^) 

^<^2 8 

(3-:»DP7x-;b) {4- [(6. 1 -'J^ V^y-A-^,' ^))V) a-ir 
•>] 7j:-;U} ;< j^y > (3 1) 

4-^'DD-6, 7-^/'^ h4-->+>' iJ > (8 9mg) ^:||teW27T'^|fc3 
-i'nD7xJ::.;l/ 4 - t Kn+i/7 xJ^;b ■Ir h > (2 7 9m g) ^-S^Lx 
1 8 0 2 0 :»F^aj$ L fzo HJfe^J 2 4 <!: |Hl«©:5ST'^SSIIt S C i d J; t) > 
Smoit^mi 6 7 m g ^ JR^ 4 0 %r-'»fto 

^H-NMR (CDCl 3. 5OOMH2) : 54. 05 (s, 3 H) . 4. 
01 (s, 3H). 6, 71 (d. J = 5. 5Hz, 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H). 7. 51 (s. 1 H) . 7. 69 (s, 1 H) , 7. 9 
4 (d. J=8. 5Hz, 2H). 8. 12 (s. 1 H) , 7. 37-8. 03 
(m, 4H) 

®*5^«Tffl (FD-MS, m/2) : 4 1 9 (M"*") 
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%mm2^ (.mm) 

rfJiSiS®- h a > (5ml) rUBgnifflT-V-^U (5 4 1mg) irfJ 
BSD°Dffl4- t-y^^jUO'/'I'Jl'^'Dy K (98 3mg) iTUKSOT,;^? > y-l? 
A(III) h V7JL'3}-Dy (4 9 2mg) 5:?in^> 6 0'C{CT2 

*8 6 2mg, m6^%r'nfto 
KS^ffii (FD-MS. m/z) :2 6 8 (M'^) 

mmmso imm) 
mmm2Qx-mzA-x-^=f-)\'7 4-/ h+->7i-;i/ -y^^ 

(8 6 2mg) 5-N. N - f-;U4^;bA7 i K (3 5ml) JCjgPLx ±V'} 
t'A^Tf^f h + v- K (5 6 2mg) 7;U:3*>^fflaT3^rBlfiii!ELyXo 
1 0 % ') >ll*?§^S<!:»S^i^-'^T•^JiiL^:^^ l^ilx^^vl^Ji^Sft 

7 9 4mg. JR$9 7%T-^fco 

^H-NMR (CDC 1 g. 5 0 OMHz) :<51. 36 (s, 9H), 
6. 92 (d. J = 8. 5Hz, 2H) . 7. 49 (d, J = 8. 6Hz. 2H) 
. 7. 72 (d. J = 7. 9Hz. 2H) . 7. 79 (d. J=8. 5Hz. 2 
H) 

Sa^Wtt (FD-MS. m/z) :2 54 (M"^) 
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(4- t -7'f-;U7j.-;U) {4- [(6. 7 - 4 'J 

;^4->] yj.-M y^y > (3 2) 

4-i7nu-6. (3 4iing) tmmmsoTnfz 

4 - t -7'?-Jl/7x^;l/ 4-t KD + ->7ii7l- •^r h > (7 7 5mg) 

••■H-NMR (CDClg, 5 00MHz) :61. 38 is, 9H). 4. 
04 (s, 3H) , 4. 06 (s, 3H). 6. 65 (d. J = 5. 5Hz, 1 
H) . 7. 2 7 (d, J =8. 6 Hz. 2H) , 7. 4 5 (s. 1 H) . 7. 5 
0 (s. IH) . 7. 5 2 (d, J = 8. 5 Hz. 2H) . 7. 7 8 (d, J = 
8. 6Hz. 2H) , 7. 94 (d. J=8. 6Hz. 2 H) . 8. 57 (d. 
J = 4. 9Hz, IH) 
H*^fftt (FAB-MS. m/z) :44 2 (M'^+l) 

m&m3 2 (#3f«aj) 

TfiBSS®^ h D y > (5 Om 1) tp^ TfJ|gD°n©7-y-7b (3. 2 4 4 g) 
ti^?RSx<DA-y:^~JlK>v^)l^ny) K (6. 5 0 0 g) imBRSJcO-C x 
.'Hi'^A (III ) h'j7;l';^ny^'>7;;l'4-^^-h (1. 86lg)5-ftix.. 

4 2g) ©-SB (1. OOg) =£rK5. '^+-9->/7-bh>T'M§St5->'J*y 
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■■■H-NMR (CDC 1 g. 5 0 OMHz) : d 3. 9 0 (s, 3H) . 6. 
98 (d, J =8. 5Hz. 2H). 7. 40 (t. J=7. SHz, 1 H) , 
7. 48 (t. J = 7. 3Hz. 2H). 7. 65 (d. J = 7. 3Hz. 2H) 
, 7. 76 (d. J=8. 6H2. 2H). 7. 85 (d. J = 8. 5Hz, 2 
H) , 7. 8 7 (d. J =9. 2H z, 2H) 

Hfi^Srffi (FD-MS, m/z) :2 8 8 (M"^) 

nmm2Tnti4-t'ys.-Jl 4-y h + >7x^;l. ^h>(2 6 7m 
g) ^-N, N-y^f-yl'-I^^L-ATi F (2 0ml) IZ^MU + V ^] ^ l.=}-it J- 
h + i'K (162mg) ^tl^, 7;b3->^ffl^T3ll#F^iia!iLfco 
^rl 0%U>iE*^f6ig^iJxf^;UT5JiiL. i^»x5^;l,g* 0. 5NSgilffl* 

■tic it: J; 13^ «S©'ft^®I«-2 0 7mg^ »R*8 2%T-»fco 

^H-NMR (CDC 1 g, 5 0 0MHz) : 6 6. 9 1 (d. J =8. 5H 
z. 2H). 7. 43 (t. J = 7. 3Hz. 1 H) . 7. 52 (dd, J = 7. 
3Hz. 7. 9Hz, 2H). 7. 70 (d, J=8. 5Hz. 2H). 7. 7 
5 (d. J=7. 9Hz. 2H) 7. 77 (d. J = 7. 9Hz. 2H), 7. 
83 (d. J = 7. 9Hz, 2H) 
KS^Jfffl (FD-MS, m/z) :2 74 (M"^) 
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(4- [(6. h^-/-4-^y :t^v] 

y j^y > (3 3) 

4-:?oD-6, h + i'+yiJ> (65mg) tm^l^mS ST'^tzi 

-t'^i^Jb 4- t Ko + >'7i-;b K> (7 9mg) ^S^Ls 1 8 0 

*H-NMR (CDCI3, 90MHz) 11 (s, 3 H) , 4. 1 

4 (s. 3H) , 6. 7 4 (d. J = 5. 3Hz. 1 H) . 7. 3 0-8. 0 9 
(m, 15H). 8. 65 (d, J=5. 3Hz. 1 H) 
KS^tffffl (FAB-MS. m/z) :4 6 2 (M"*") 

4-/ h^'yyj.-Jl 2-i-yi-Ji' 

flJIRSffl- h D y > (10ml) tUISa©T-V-Jl/ (1. 0 8 1 g) 
itplRD^cD 2-i-y h-f yb^' D ij K ( 1 . 9 0 6 g) t mBSD°D®'f f-Jlt'Ol. 
(Ill) h'J7Jl-;i-D>^'>7.>/l/:^4^-h (6 2 0mg) ^JdA^ eCClcTS 

«&^8 1 7mg^ iR^3 196T-^fco 

^H-NMR (CDC 1 3. 5OOMH2) : 5 3. 8 9 (s. 3H) , 6. 
98 (d. J = 9. 2H2. 2H), 7. 53 (t, J=8. 6H2. 1 H) . 
7. 5 8 (t. J = 9. 2Hz. IH) . 7. 8 6~7. 9 3 (m, 6H) , 8. 
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21 (s, IH) 
Hfi^Jtffffi (FD-MS. m/z) :2 62 CM"^) 

I^W3 6 

4-b Ko^->'7x-;l/ 2-i-7f^.>l/ »h> 

Slffi^ajS 5T'j|/:4-y h + ->7x^;l/ 2-TH7f-;l- yh>(7 3 5mg) 
<&N, N-i?y^;l.,-^;L.iU7; K (2 0ml) lC!g)gL^ :H h 'j h + 

->K (4 9 1mg) ?-i)a;i> 7;U3'>;?fflaT5KfPBljSiKLy:o 
teW3 3i[l«©;&Slc{4oTtoStSCilcJ;»)s SScD^b^igj^: 5 9 5mg, 

^H-NMR (CDCl g, 5 0 0MHz) : 56. 93 (d. J = 7. 6H 
z. 2H), 7. 61 (t. J=7. OHz. 1 H) . 7. 67 (t, J=7. 
3H2, IH). 7. 74 (d. J = 8. 5Hz, 2H), 7. 78-7. 80 
(m, IH). 8. 02-8. 1 0 (m. 3 H) . 8. 25 (s. 1 H) 

®«:»»fM (FD-MS, m/z) :2 4 8 (M"*") 

{4- [(6. 7-->V h^-/-4-4y"j;U) ;!h4^>] 7x-;l/} (2-:^ 
'y=i-)V) i9 Jl^ (3 4) 

4-^-00-6. 7-yy h + i'+y 'J> (1 1 2mg) i||!lt?!l3 6T'^;t 
4-fc Ko + >'7i-;l' 2-':^7f-Jl/ h> (1 2 4mg) $-g^L^ 1 8 
0T4I3 03}P5«l$Lfco RJSfi^^lSfPKK*?!!-^ b ') ■J' A^K^Jgi ^ n o 

SiS^?l^.nfcSg (2 2 7mg) O-gB (5 0mg) J'nD;};;!,^/ 
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U SSO^b^^l Img^ ]R^2 3%T-'fifco 

^H-NMR (CDC 1 3. 9 0MHz) : <5 4. 05 (s. 3 H) , 4. 0 
7 (s. 3H>. 6. 70 (d. J = 5. 3Hz. 1 H) , 7. 35 (s. 1 H) 
, 7. 48-7. 9 0 (m. 5H). 7. 96~8. 05 (m. 6H). 8. 2 
9 (s, IH), 8. 60 (d. J = 5. 3Hz, 1 H) 

H«^«Tffi (FAB-MS, m/z) : 4 3 6 (M ■*■ + !) 

liai^J3 8 (#%^J) 

WKD°offl-hD>;?> (1 0ml) TpaSD°©7-V-;b (1. 08 1 g) 
tmmS><D2-7-J-(Jl'fti')Vil. 4 6 6 g) tmmS,aa^ •yi'Jlt'Ol. 
(Ill) h 'J 7;l.;i-D> ^^x^U*^- h (6 2 0mg) ilMA.^ eO'ClCTS 

«9x Sfi©{b^!fe*9 6 5mg. itZ$4 4%Tli3to 

^H-NMR (CDCl 3, 5 0 0MHz) : 5 3. 8 9 (s, 3H) . 6. 
98 (d. J = 8. 5Hz. 2H), 7. 16 (dd. J=3. 7Hz, 4. 9 
Hz, IH), 7. 64 (d. J=3. 7Hz. 1 H) , 7. 68 (d, J=4. 
9Hz, IH). 7. 90 (d, J=8. 6Hz, 2H) 

®«5JtlTfi (FD-MS. m/z) :218 (M"*") 

4-b Ka4->7x-;l/ 2-f-J^-^U »h> 

^«^3 8Tfifc4-> h + >'7i-;U 2-^x-^l' '!rh>(8 0 4mg) 
«:N. N-v'>f^;^:^;^A7; K (3 Oml) fc^PL. !M« 'J Af-:t> h + 
•>K (6 4 5mg) «•^D4.^ 7;HJ->5?fflSlT5^PajSgSLfco 
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t/yJ^i'D^Vi^-yy^-X-mMtlZttZjiy). affiO{b^ifei£:7 0 2mg. 

^H-NMR (CDClg, 5 00MHz) :56. 84(brs. 1 H) , 

6. 93 (d, J=8. 5Hz. 2H). 7. 14 (dd, J=3. THz, 4. 
9Hz, IH), 7. 64 (d. J=3. 7Hz. 1 H) , 7. 68 (d. J = 
4. 9Hz. IH), 7. 83 (d. J=8. 5Hz. 2 H) 

S«:»«Tffi (FD-MS. m/z) :2 0 4 (M"*") 

lim^J4 0 

{4- [(6. 7--:>y h + ^-4-4-y'J-'U) ;f4-->] 7x->>H (2-5" 
x-;u) > (3 6) 

4-i'DD-6. 7-y^ h + v'+y 'J> (1 1 2mg) illtet^B 9T^fc 
4-t Fo + i/7x^;l' 2-f-x^;U h > (1 0 2mg) ^S^L^ 1 6 

^ H-NMR (CDClg. 500MHz) : d 4. 04 (s. 3H). 4. 
07 (s, 3H). 6. 65 (d. J=5. 5Hz. 1 H) , 7. 20 (dd. 
J=3. 7Hz. 4. 9Hz, 1 H) , 7. 29 (d. J=8. 5Hz. 2H) . 

7. 47 (s. IH). 7. 49 (s. 1 H) . 7. 70 (d. J=3. IHz. 
IH). 7. 75 (d. J=4. 9Hz, 1 H) , 8. 00 (d. J=8. 6H 
2. 2H) . 8. 58 (d. J = 5. 5Hz. 1 H) 

Sa^tFrffi (FAB-MS. m/z) :3 92 (M'^+l) 
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ll»J4 1 

(4-:^oo7j.-;P) (4- [(6. 7 -y :^ h^'y- 4 -^J Jl) 
•/] y > (3 7) 

4-^'DD-6. 7--:^V h + iz+y |J> (11 2mg) i rUE^JiCD 4 □ 
D7x:::.;l/ 4 - t Kd + >'7x-;U 'It h > (3 4 9 m g) ^S^Ls 1 8 0 
V'P2 0ii^?mWUzo SCNil^fe^i'DD*;l.A/KKx5^;U (5/1) T-g 

^H-NMR (CDC 1 g, 9 0MHz) : 5 4. 0 3 (s, 3 H) . 4. 0 
7 (s. 3H) . 6. 6 6 (d. J = 5. 3 Hz. 1 H) , 7. 1 9~7. 3 4 
(m, 2H), 7. 44~7. 56 (m, 4H). 7. 7 1-7. 99 (m. 4 
H) , 8. 5 8 (d. J =5. 3Hz. 1 H) 

Kfi^tfftl (FD-MS. m/z) : 4 1 9 (M"^) 



nmnA 2 

{A-yjl^7tvy^-Jl) {4- [(6. 7 -y/ h^y-4-^J >)JU) t 
7x->'b} /jfy-y (3 8) 

4-i'nD-6, 7-i^y h + U > (1 1 2mg) iTf:Ka®4 -7;b 
7}-D7i::i;l/ 4-t Kd + ->7x^;U h > ( 3 2 4 m g) L> 1 7 

0'C4^2 O^jr^ffLfco SfSJg^«!I^IU6««J4 1 i|e]ti®^FS-eitS!!t^.Ci 
<wJ:f), m&<0<t^mil 1 4mg^ lR^5 7%Tlifco 

^H-NMR (CDClg. 5 0 0MHz) :54. 04 (s. 3H) . 4. 
07 (s, 3H). 6. 65 (d. J = 5. 5Hz. 1 H) . 7. 18 (d. J 
= 8. 5Hz, IH). 7. 20 (d. J = 8. 5Hz. IH). 7. 27 (s. 
IH) . 7. 2 8 (s. IH) . 7. 4 7 (d, J = 8. 5 Hz, 2H) , 7. 
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86 (d. J=8. 5Hz. IH). 7. 88 (d. J=8. 5H2, 1 H) , 
7. 90 (d. J = 8. 5Hz. 2 H) . 8. 58 (d, J=4. 9Hz. 1 H) 
W&mm iFD-MS, m/z) :4 0 3 (M"^) 

ll*fefiJ4 3 

{4- [(6. 7-'J/ h^jy-^-^J '}Ji') ^j-^^'y} yj^-M (7x- 
jV) ^9Jy (3 9) 

4-J'DD-6, l-'^i h + (9 Img) irfJ|SS,©4 - t Kd 

+ ->'<>y7xy> (2 4 3ing) =&ig^U 1 8 0t:4'3 0^rBlfll^$L/:„ 5 

i&E^«!i«:iitef J 3 1 i i5iaio:5aTis$ii-r s c i j: t) ^ ^moit^m 3 8 

^H-NMR (CDCI3, 90MHz) : d 4. 03 (s, 3H). 4. 0 
5 (s, 3H). 6. 66 (d, J=5. 3H2, 1 H) , 7. 31-7. 99 
(m. IIH), 8. 57 (d, J = 5. 3Hz, 1 H) 
MfiiJffffi (FD-MS. m/z) :38 5 (M^) 

llifeW4 4 (#a|0!l) 
3. 5-v'pt h^-> h;ux> 
7-fehxh'J;l' (20 0ml) lcmiSB.©^>'l'>/' --'l' (5. 7 7 g) 

i^^f-^UffiiS (8. 4 7ml) tlSK^'J'fA (12. 3 g) ?:Jnx.T. 

'^4^1J->/ftKxf-;U (5/1) T-giat5>"J*y^U*vAi'Dvh^77^ 
^H-NMR (CDClg. 500MHz) :62. 3 0 (s, 3H). 
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3. 7 6 (s. 6H) . 6. 3 0 (s. 1 H) , 6. 3 7 (s, 2H) 

**xh7t Kd77> (10ml) li|lig«»J4 4T}#/:3, h + i/ 

(1. OOg) *^)»L. gfg5fflgT-4 5^*mRS,ffl2. 5MO 
n-7'5^;L'iJf^'^7i-^+-9->^ja[ (2. 9 Om 1 ) ^mfc^^ 3 05JFa1«f^ 
Lfcc. Slc^ (Uigo'Si©4-y V^vOV^ K (1. 23 g) ?rxK5 
tKD77> (lOml) l::^»L. - 4 SttfiT-k^-^ < t)SD^fco mFalSS 

i'?'''!' (5/1) •eSggt5->'J*'y'^l'*7A^DV h^'77-< -T-HStSC 
it^ctfj, SfiO{b^!fel«-3 8 4mg. JR^2 0%-e»fcc 

^ H-NMR (CDC 1 g, 5 0 0MHz) -.6 2. 4 0 (s. 3H). 3. 
69 (s, 6H), 3. 85 (s, 3H). 6. 43 (s, 2H). 6. 89 
(d, J=9. 2Hz. 2H). 7. 82 (d. J=9. 2Hz. 2H) 

ietefi«J4 6 (^3|«9J) 
2. 6--:^b KD^->-4-yf->'l/7x-jl/ 4-1:: Kd4^->7j:-.)1/ »h 

JR*lg^by^U> (1 Oml) lc||Jti«?!|4 5-e'llfc2, 6-xyh + ->-4- 
^f-;U7x^;U 4-> h+->7i:::^U -ir h > (3 2 1 mg) ?:)§»Ls 
*miSSi© h U yot:lf5 > (34 9ml) < USa^fc^^ SS+T'-86 
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^H-NMR (CDC] g. 5 0 0MH2) : S2. 16 (s. 3H) , 6. 
16 (s. 2H) . 6. 79 (d. J=8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz. 2H) 



(2, 6-yt: Ko4i/-4->^;U7x-;U) (4- [(6, 7-->yh^ 
■>-4-^yUjU) :^^->] yji-M i9Jy (4 2) 

4-^'ao-6, 7-xy h + ->+y 'J > (6 Img) illi6^J4 6 T'?ifc2, 
6--:?t KD+>-4-y ^^b^xJz.Jl' 4 -t KD + ->7i^>l/ -irh^ 
(1 0 Omg) ^-:?x^U>i^i;zi-;Uyy^;Ux-x;l (0. 5ml) ic^H? 
1 7 0t:*2 O^fami^ L/Co S;Sfi^^&^?DKif7kf^:^ h 'J A*jg 

y -;b ( 1 0 0 / 1 ) T-UgSt" S •> U * y^l'* 7 A ^' n V h ^^'5 7 ^ -ic 
J;t)ISIllL. ^0<k^i5^3 2mg, iR$2 7%Tj#fco 

•^H-NMR (DMSO. 5 00MHz) : 
5 2. 1 8 (s. 3H) . 3. 9 0 (s. 3 H) . 3. 9 5 (s. 3H) , 6. 
20 (s, 2H) 6. 68 (d. J = 4. 9Hz. 1 H) . 

7. 32 (d. J=9. 2Hz. 2H) . 7. 42 (s. 1 H) . 7. 43 (s. 
IH) . 7. 8 2 (d. J = 8. 6Hz. 2 H) , 

8. 54 (d, J=5. 5H2, 1 H) 

efi5J«Tffl (FD-MS, m/z) : 4 32 (M''"+1) 
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7--:>;f h + ij> (1. 8 4g) tJmS,0i4--V 

D7xy-jb(3. 42g) n ovizrbo^ramwitzc m&tr- 

^EimU^^i:^. ^' n D A/;' ^ y - ;l.TJg§gt -5 -> U ^ ^ JU;!? 

hi''77-f -lcit)?f«!L. SJicD^t^i|5!l^ 4 . 5 4g, )R$8 9% 

^H-NMR (CDCIg. 5 0 0MHz) :54. 01 (s. 3 H) . 
4. 06 (s. 3H) . 6. 69 (d, J = 4. 9Hz, 1 H) . 7. 27 (d. 
J=9. IHz, 2H), 7. 37 (s, IH). 7. 47 (s, 1 H) , 8. 
32 (d. J = 9. IHz, 2H). 8. 62 (d, J=4. 9H2. 1 H) 

KMiJtffjfi (FD-MS, m/z) :32 6 (M"*") 

lli&«^J4 9 (#%«»D 

6, 7--:^y 4- (4-7;y7xy4^» 'j> 

6., 7-v?> h + ->-4- (4-^hn7xy + » 'J > (1. QOg) 
^rN. N--J/^)lt^jll.Ti K/ftKxf-yU (3 Om 1/1 5m 1) {C®»Ls 
1 0%7KK^b'<7i?'i7A-K5!? (6 9mg) ^jD;l> 7K?I3IH^TS£ICT1 7 

fc^ilTKBtif:^- h U -^7 Atr^tiiLfco «ET^gj«e±L> aJi0^b^^^7 9 9 
mg. iR^8 8 96T?ifco 

^H-NMR (CDgOD. 500MHz) : 54. 00 (s. 3H) , 
4. 00 (s. 3H). 6. 47 (d. J=5. 5H2, 1 H) . 6. 82 (d. 
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J=8. 6H2. 2H). 6. 96 (d, J=9. 2Hz. 2H).'7, 32 
(s, IH). 7. 62 (s. IH). 8. 36 (d. J=5. 5Hz. 1 H) 
®«^Wffl(FD-MS, m/z) :29 6 (M^) 

N- 14- [ (6. 7--:>j' h4^->-4-4^yU->'U) ^4^->] yj,z.)l] - 
3 - h' g V >:<7>>l/^>-» ; K (6 1 ) 

6, 7-i>V h + ->-4- (4-7J /7x>' + -» +y'J> (57inB) i 
TUiSSiO^nf^vK (3 7mg) =£-N. N- ^;I/*;UA7 5 K (2ml) ic 
^IBLfc^^ l-x^;l— 3- (3' - f-;l'T 5 y ^^U^Ky^T s 

K:Silii (7 9mg) ^ta^. M^tzr 5mm!imLfZo SJCS^^^rTKiS^K 

U gli©'fb^!fel«:4 7mg^ JR$6 l%T-'#fco 

^H-NMR (CDC 1 g. 5 OOMHz) : 5 4. 0 5 (s. 3H) . 4. 
06 (s. 3H) , 6. 49 (d, J=4. 9H2, IH). 7. 22 (d. J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd. J=4. 9. 
7. 9H2. IH). 7. 56 (s. IH). 7. 77 (d. J = 9, 2H2. 
IH). 8. 26 (d. J = 8. 5Hz. 2H). 8. 49 (d. J=4. 9H 
z. IH) . 8. 79 (d. J=3. 7Hz. 1 H) . 9. 1 3 (s. 1 H) 

g«3JtffM (FD-MS. m/z) :40 1 (M"^) 
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N- (4- [ (6, 7-^y h^v--4-4^y'J-;U) :t^->:i yjL-Jl] - 
(3. i-'J/ h^>7x->H/) K (6 2) 

6. 7--:^y h + ->-4- (4-7 5 y 7x7 + >') +y >J > (5 6mg) t 
tUB5S©3, 4-y;' h + ->$SSi? (6 Omg) $-N. N - 'J jlt^ fij^r 
5K(2ml) IZT^mU l-^^Jl'-3 - (3' - 'J ^ 'f-Jl'T i J ra t'Jl) 
*;U*'i>V; K:eKig (8 1mg) ^iffl^. SSi:T2 2l^F5«E}$Lfco 

(10/1) T-ggat-5■>'J*y>'^*5A^'^<'^r77-f-lcJ;l3^tsjL^ s 

^H-NMR (CDC I g. 5 OOMHz) : 5 3. 8 7 (s. 3 H) . 3. 
8 7 (s, 3H) . 4. 0 6 (s. 3H) . 4. 0 7 (s. 3H) , 6. 4 8 

(d. J=5. 5Hz. IH), 6. 63 (d. J=8. 5Hz, 2H>. 7. 
18 (d. J = 9. 2Hz. 2H). 7. 34 (m. 2H). 7. 43 (s. 1 
H) . 7. 55 (s, IH) . 7. 57 (s. IH) , 7.' 76 (d. J=8. 
6Hz. 2H). 8. 48 (d, J=5. 5Hz. 1 H) 

Sfii>«rtt (FD-MS. m/z) :4 6 0 (M"*") 

mmm52 

N- {4- [ (6. 7--yy h4^->-4-=fy U-jU) :t^->] - 
■>^DA.4»>^;l..-K4-»; K (6 3) 

6. 7 -'J/ h + >'-4- (4-7iy7xy + v') (52mg) t 

rPiRa®->^'D's+t>;^;;l/;K>i! (4 6mg) J&N. N-v'y f^;U*;bA7 5 
K (2ml) IC^ISPU l-xf^;l.-3- (3' - ^>'U7 5 y ^/'d e;U) * 
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jv&^p^i mm^ (8 4mg) <&to;t. mi^izx2 2t^fiimwifz^. nmm 

^H-NMR (CDC I g, 5 0 OMHz) : 8 1. 3 0 (m, 2H) . 1. 
5 6 (m. 2H). 1. 7 3 (m. 2H). 1. 8 5 (m. 2H). 1. 9 7 
(m, 2H), 2. 26 (m, 1 H) . 4. 05 (s, 3 H) , 4. 05 (s. 
3H). 6. 43 (d. J = 5. 5Hz. IH), 7. 14 (d, J = 8. 5H 
z. 2H) , 7. 36 (s. IH) , 7. 4 2 (s. 1 H) . 7. 55 (s, 1 
H),. 7. 63 (d, J=8. 5Hz. 2H) . 8. 47 (d, J=5. 5Hz, 
IH) 

ea^tffffi (FD-MS. m/z) :406 (M"^) 
llffi^J5 3 

N- (4- [ (6. 7->?^ K4^->-4-4y V-r-iU) 7x-;U} - 

2-77>-:<7>'l'»'^-»; K (6 4) 

6. T-i^/ (4-7i>'7xy + -/) +y'J > (55mg) i 

^WivD<D2-yy>il)l^^^>m (3 2nig) ?rN, N - y ^ f-;l/*;bA7 i K 
(2ml) tiS)l¥L> l-x5";b-3- (3* - v*^ 5^^1-7 i yr/of^U) 
^y-f 5 h'mM (9 Img) SSICT2 2i^feHUf Lfc^s IIS(EF<J5 

li|5l«®|ISmcJ;^TlllllLx ga©^t^'^=&3 5nig, iR$48%T'^fco 

^H-NMR (CDC 1 g. 5 0 OMHz) : 5 4. 0 4 (s, 3H) . 
4. 05 (s. 3H). 6. 49 (d. J = 4. 9Hz, 1 H) . 6. 57 (d 
d. J=l. 8. 8. 7Hz. IH). 7. 20 (d. J = 8. 6Hz. 2 H) . 
7. 28 (d. J=7. 9Hz. 1 H) . 7. 42 (s. 1 H) . 7. 51 (s. 
IH), 7. 56 (s, IH). 7. 77 (d. J = 9. 2Hz. 2H). 8. 
35 (s. IH) , 8. 49 (d. J = 5. 5Hz. 1 H) 
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Kfi^Vfffl (FD-MS. m/z) : 39 0 (M"^) 

mmm5 4 

N- {4- [ (6. 7-'Jyt h4^->-4-^y 7x-;l/> - 

3 -f-:t7x>:» ; K (6 5) 

6, 7-vy h + -/-4- (4-75 y 7x7 + +y ij >• C54mg) i 
rUlSgi®3-^/J-7x>;^;U,t^>'gE (44mg) ^N, N - ^^+^;UA7 5 
K(2ml)|i^)ffL. l-xf-;U-3- (3' - / ^JlT i J zfut'Jl^) ij 
I K^S^ (8 2mg) ^Sd^. SStCTS mrs^iSl^Lfca. HigffJ 

5 1 tmrnomm^ii-^Trnwiu gHo^t^fe?r4 1 m g. it?$5 5%T-?f/:o 

^H-NMR (CDClg. 500 MHz) : 6 4. 02 (s, 3H).. 4. 

04 (s. 3H). 6. 46 (d. J=5. 5Hz. IH), 7. 17 (d, J 
= 8. 6H2, 2H), 7. 38 (m. IH). 7. 55 (d. J = l. 2Hz, 
IH). 7. 56 (s. IH), 7. 73 (d. J = 8. 6H2, 2H). 8. 

05 (dd, J=l. 2. 3. IHz. IH), 8. 37 (s, 1 H) , 8. 4 
7 (d, J =5. 5Hz, 1 H) 

Hfti>«Tffi (FD-MS, m/z) :4 0 6 (M"^) 

N- (4- [(6. 7 -'J;i y^v-4-^y')-)l) t^v"] 7x-.)i/} - 
(4--hD7x-;l/) K (6 6) 

6. 7-v?;< h + ->-4- (4-75 y7xy + -» +7 U > (1 1 Omg) 
ir1iiS°n®4-- ha$,ftSi| (10 Omg) ^£-N, N - f->il'»h;l.A7 5 K 
(4ml) lc^»U l-x^;i/-3- (3' -i^y ^;L'7 5 7 t*;U) 

5 Kli»ig (1 7 6mg) *JDX.. mSJwT2 2 I^P5«** L y:^, HJgflai . 
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^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s. 3H) , 

3. 95 (s. 3H), 6. 49 (d. J = 5. SHz, 1 H) . 7. 29 (d. 
J = 9. 2 Hz. 2H) , 7. 3 9 (s. 1 H) . 7. 5 2 (s. 1 H) . 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J = 8. 6Hz, 2H) , 
8. 39 (d. 3=9. 2Hz. 2H) . 8. 48 (d. J = 5. 5Hz. 1 H) 
. 10. 7 (s. IH) 

H«:&tfr<i (FD-MS. m/z) :44 5 

liters 6 

N- {4- [(6, 7 -•::>/ y^v- ')-Ji:> t^v] 7x-;U) - 
(N. N->'y»;i/7;y7x-;U) ;:7;bd^^-» ^ K (6 7) 
6, 7->'y h + i/-4- (4-7 5 y7iy + >') +y |J> (5 1mg) i 
rl5IS5a©4-vy5^;l/7;y$mS» (44mg) ?-N. N - i^^ ^Jl/*JUA7 
5 K (2ml) iZi^mU l-xf-;l.-3- (3* - v;< ^Jb7 5 ^ :/d t*;l/) 
= h'^Wt^ (8 3mg) ^SDi> SSliT 1 e^fF^itif L^:*, Hffi 
^J5 1 i|H|«©tSH^|cJ:oTm5!!U Sli©lb^«5^ 7ni g, iR*l Q%r'%tZa 
^H-NMR (CDClg, 500MHz) :6 3. 0 6 (s. 6H) , 

4. 05 (s. 3H), 4. 06 (s. 3H) . 6. 48 (d, J=4. 9Hz, 
IH). 6. 71 (d. J=8. 6Hz. 2H), 7. 17 (d. J=8. 5H 
z. 2H). 7. 44 (s. IH). 7. 57 (s. 1 H) . 7. 74 (d. J 
= 8. 5H2. 2H). 7. 81 (d. J=9. 2Hz. 2H) . 7. 94 (s. 
IH) . 8. 49 (d. J = 5. 5Hz, 1 H) 

SaiJtffffi (FD-MS. m/z) :44 3 (M"^) 
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ll!g^J5 7 

N- {4- [ (6. 7-v>V h^->-4-^y'J-;U) ;j-^y] 7x-;U) - 
(A-T-ff-Jlyj.-jl) tiJl^t'^-fi K (6 8) 
6. 7-yy h + ->-4- (4-Ti y + +y ij> (5 4mg) i 
maSS®4-7-t5^;bSS§iE (4 6mg) ^N. N - v'y ^;l.;h;i.A7 5 K 
(2ml) Izjgffl^U l-xf-;l.-3- (3* - f^;U7 ? y h'Jl-) 
'Ki^-r ? K«»ig (8 7mg) =^ni^s SSI^T2 2 I^FbIJK^ L HJfe^J 
5 0 t^«IOtimcJ;oTlSS!L> ga©{L^«!5r4 3mg. JR$5 3%T#fco 

^H-NMR (DMSO-d g. 500MHz) -.6 2. 66 (s. 3H). 
3. 94 (s. 3H). 3. 95 (s. 3 H) , 6. 48 (d. J=4. 9Hz. 
IH) . 7. 28 (d, J = 9. 2Hz, 2H) , 7. 39 (s, IH) , 7. 
5 2 (s. IH) . 7. 9 4 (d. J =9. 2Hz. 2H) , 8. 1 0 (m, 4 
H) . 8. 4 8 (d, J =5. 5 Hz, 1 H) . 10. 6 (s. IH) 
®*3^*frffl (FD-MS, m/z) :4 4 2 (M"^) 

N- {4- [ (6. m^->-4-^y'J-;b) :t^->] 7x-;l-} - 

(4-7'^;l/7x-;l/) K (6 9) 

6. 7-v'y h+>-4- (4-T; y7iy + -» +y'J > (5 4mg) t 
ftj|SD°nCD4-7'f-;l^,i.SK (5 4mg) ^N. N - ^;l/*;UA7 5 K (2 
ml) l-xf^;W-3- (3* - / 9 Jl7 i / :f a t' Jl) ti)l^.-J 

^ X Ki^KJg (8 5mg) ^Jo^, Mfi{wT2 2I^^5»}$L/:»^ IIJSM5 1 i 
|5|«®i!if^ ici , THK «SO^b^«!l«- 6 5 m g . 7 8 %Tj§/to 

^H-NMR (CDCI3, 500 MHz) :5 0. 95 (t. J = 7. 3H 
z, 3H) . 1. 3 8 (m. 2H) . 1. 6 4 (m, 2H) . 2. 6 9 (t. J 
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= 8. OHz. 2H). 4. 05 (s, 3H) , 4. 06 (s. 3H). 6. 4 
8 (d, J=5. 5Hz, IH). 7. 19 (d. J=9. 2Hz. 2 H) . 7. 
30 (d. J=8. 6Hz. 2H), 7. 42 (s. 1 H) , 7. 57 (s, 1 
H) . 7. 75 (d, J=8. 6Hz, 2H). 7. 82 (d. J=8. 6Hz, 
2H). 8. 03 (s, IH). 8. 49 (d, J = 5. 5Hz. 1 H) 
'S&mm CFD-MS. m/z) :4 5 6 (M"^) 

N- {4- [(6. 7-->'y h4-->-4-^y'J-;l^) t^y] 7 Ji-M - 
iA-7l Jyj^-Jl) jjJlTji^-fl K (7 0) 
{4- [(6, 7-v^;' h + v'-4- + y :t+->3 7x^;U} (4- 

-hD7xi;l') *;U;K+-9-; K(lOOing) ^-N, N- v*;* f-;l/*;l/A7 $ 
K/itK-3if^;i|/ Oml/Sml) {z^MU 1 0%/<7 -Z^O A-^ (6 9in 
g) ^JnA, 7K5!l5?fflaTSSi:T2 2l^P5«}¥L^o SlCffi^-b^^- 

«-8 5ing. JtSI$9 l%T-?ifco 

■"■H-NMR (DMSO-dg, 500MHz) :53. 94 (s, 3H), 
3. 95 (s, 3H), 5. 75 (b r s. 2H). 6. 46 (d. J=4. 9 
Hz. IH). 6. 61 (d. J = 8. 6Hz, 2H). 7. 22 (d. J=9. 
2Hz. 2H). 7. 39 (s. 1 H) . 7. 52 (s. 1 H) . 7. 73 (d. 
J = 8. 5Hz. 2H). 7. 89 (d. J = 9. 2Hz. 2 H) , 8. 46 

(d, J = 5. 5Hz, IH) . 9. 90 (s. IH) 

Sft^llfll (FD-MS. m/z) :415 (M"*") 
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N- {4- [(6. 7 -'J/ y^->-4-^y'}-Jl) t^jy] - 
4-b'^)i>>ij)lt:Jf->)-i K (7 1) 

6. 7-->';< h + v'-4- (4-7i y7xy + -» +y U > (5 3mg) i 
rpRgn'oC'f' V-ri^'^i? (45mg) $-N. N- f-;U:f.^l/A7 i K (2ml) 
icjgfSL. l-xf-;U-3- (3' -v/^^ATi y7'Dt°;U) ;^7;l'try-i' 5 K 
IgifJg (9 8mg) ^rSDX.. gSlcT6 2m^mUzik. ^JS0>J5 1 il^tt© 
ajmcJ;-:jT*IS!Lx «S®^k^«!I^&2 2ing. iR*3 1 %T-?ifco 

■^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s. 3H) . 
3. 9 6 (s, 3H) . 6. 4 8 (d. J = 5. 5Hz. 1 H) . 7. 2 9 (d, 
J =9. 2 Hz. 2H) . 7. 3 9 (s. 1 H) , 7. 5 2 (s, IH) . 7. 
88 (d. J=4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz. 2H). 
8. 48 (d. J=4. 9Hz. 1 H) . 8. 80 (d. J=4. 3Hz. 2H) 
. 1 0. 6 (s. IH) 

Kfi^tlrM (FD-MS, m/z) :40 1 (M"^) 

mmme i 

N- {4- [ (6. 7-yy h:f->-4-'^/'J-;U) ;^^>] 7x-;l/} - 
2-f;^7x>:»;^;K4^^t^; K (7 2) 

6. 7--:Jy h+v-4- (4-7 5 + » ^y; > (5 Omg) i 

rUISScD2 - 7 X (4 6mg) N - f->>b*;UA7 ? 

K (2ml) JcgPU l-x^^U-S- (3* -i^:^i-Jl7 iy^nt')l) t 
Jlt^'J^ 5 (9 9m g) «-J)n^, maiCT6 2KfP^«tj^Lfc^. IUI««J 

5 1 1 m^oaif^ic J: o TfilK L. mmoit^^ 3 7 m g, HZ^ 5 4 %T'{|fco 
^H-NMR (CDCI3. 5 00MHz) :54. 02 (s. 3H), 
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4. 04 (s, 3H). 6. 46 (d. J=5. 5Hz, 1 H) , 7. 11 (m. 
IH), 7. 17 (d, J=8. 6Hz. 2 H) , 7. 40 (s. 1 H) . 

7. 55 (m. IH), 7. 56 (s. 1 H) . 7. 73 (d. J = 8. 5Hz. 
2H), 7. 7 3 (m, 1 H) . 8. 3 8 (s, 1 H) . 8. 4 8 (d, J = 
4. 9H2, IH) 

Sfi^Srffi (FD-MS. m/z) :4 0 6 (M"*") 

Ili6««l6 2 

N- (4- [(6. 7 -'J/ h^i'-'i-^/ ')-Jl') t^i/'i y jl-M - 
4-E-7j.-JltiJlt:^->)-i K (7 3) 

6. l-'J/ h + i/-4- (4-7;y 7xy + i/) +y ij> (5 2mg) 
h 'Jxf-;l.TS ^/tg-fb^f-P^ (3ml/2nil) IcSgffiU rPBRSOH'^x 
^^L-^^^U^'^ig^^Di; K (8 0mg) SzaicT2 5^P^Jti$Lfco SfC 

^t^fe^9ing^ IR^I 0%T'f|fco 

^H-NMR (DMSO-dg. SOOMHz) : 5 3. 95 (s, 3H) , 
3. 95 (s. 3H). 6. 48 (d. J=5. 5Hz. 1 H) . 7. 28 (d, 
J =9. 2 Hz. 2H) , 7. 4 0 (s, 1 H) , 7. 4 3 (t, J =7. 3H 
2. IH). 7. 50~7. 53 (m. 3 H) . 7. 77 (d. J=7. SHz. 
2H). 7. 85 (d, J=8. 6Hz, 2H), 7. 96 (m. 2 H) . 

8. 08 (d. J = 8. 5Hz. 2H) . 8. 48 (d. J=4. 9Hz. 1 H) 
. 1 0. 4 (s. IH) 
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SS^tffffi (FD-MS, m/z) :47 6 (M"^) 

N- {4- [(6, 7-'J/ ')-Jl) t^i/l 7x-j|.) - 

(4-7'h4^->7x-;l/) iplt'^-fi K (74) 

6, l-'J/ h + ->-4- (4-75 y^xy + i/) +y'J> (52mg) . 
hiJif-;l,7;>/ii{byf'U> (3inl/2ml) lr!B« mSSD°a© 4 - 7* 

K+>^,ii#ifi' D 'J K (0. 0 7ml) ^rjinx. mWiizz 3 onmmwLtz'4t. 

^H-NMR (CDC I g. 5 0 0MHz) : 6 0. 9 9 (t, J=7. 3H 
z. 3H) , 1. 5 2 (m. 2H) . 1. 8 0 (m, 2 H) , 4. 0 3 (m. 2 
H) . 4. 04 (s, 3H). 4. 05 (s. 3H), 6. 47 (d, J = 4. 
9Hz, IH). 6. 95 (d. J=9. 2Hz. 2 H) , 7. 18 (d. J = 
9. 2 Hz. 2H) , 7. 4 6 (s. 1 H) . 7. 5 7 (s. 1 H) . 7. 7 4 
(d, J=9. 2Hz. 2H), 7. 86 (d. J=9. 2Hz. 2 H) , 8. 
10 (s, IH). 8. 49 (d, J=4. 9Hz. 1 H) 
Sa^JtfrM (FD-MS. m/z) :472 (M"*") 

lli6W6 4 

N- {4- [ (6. 7-v>y h^->-4-^yU-<'l-) :t^->] 7x-;l/} - 
(4--7'D^7x-;U) ;<7;U»'^-9-; K (7 5) 

6, l-'J/ h^->-4- (4-7iy7xy + ->') (52mE) i 

miSao 4 (7 8mg) «:N. N- i^;* f-^P't>;l/Z.T 5 K (2 
ml) iz^mU l-x5^;l/-3- (3' -i;;if^;l/7i >':^Df;U) ;!7;U*'v; 
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■i X K^if^ (1 0 2mg) SSICTI mt^mS^LtJ^. Hife^JS 1 

^H-NMR (CDC 1 3, 5 0 OMHz) : 5 4. 0 7 (s. 3 H) . 4. 
07 (s. 3H), 6. 53 (d. J=5. 5Hz. 1 H) . 7. 22 (d. J 
= 9. 2H2. 2H). 7. 37 (s, 1 H) . 7. 50 (s. 1 H) . 7. 6 
2 (s. IH), 7. 65 (d. J=8. 6Hz, 2H), 7. 84 (d, J = 
8. 6H2, 2H), 7. 86 (d, J=8. 6Hz. 2H), 8. 41 (d. 
J=5. 5Hz, IH) 

H«3}-tifffi (FD-MS, m/z) :4 7 8 (M''"), 4 8 0 (M"'" + 2) 



lltetRJ6 5 

N- {4- [ (6. 7-v?;' b^'>-4-4y'j-;b) :j-^->] - 
(4-y h4^->^>>l-»'-;l/7 3:-;U)^;U-K^-9-£ F (7 6) 
6. 1-'J>9- h + ->-4- (4-7^>'7iy + >') +y'J> (1 OOmg) 
ifpasao^y ;'^;L/xU7:5';H6 (ISOmg) ^-N. N-i?y5^;l't>;l-A7 

5 K (4inl) icSIBU l-x^^^b-S- (3' - f-;U7 S y f^b) 

5 K^K^ (2 2 7mg) SSiCT 1 8B$PBiati$Lfc^. H 

te^J5 1 ilol^cDllf^lci^T^SjU SSO-ft^ife^g 9mg. JR^6 4%T' 

^H-NMR (CDC 1 3, 5 0 OMHz) : 5 3. 9 8 (s, 3H) , 4. 

06 (s. 3H), 4. 06 (s. 3H) . 6. 49 (d. J=4. 9H2. 1 
H) , 7. 22 (d. J = 9. 2Hz. 2H). 7. 43 (s. 1 H) . 

7. 56 (s. IH), 7. 76 (d, J = 9. 2Hz. 2H). 7. 97 (d. 
J = 8. 6Hz. 2H). 8. 18 (d. J=8. 6H2. 2H). 8. 49 
(d. J=5. 5H2. IH) 
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Jlfi^ffffi (FD-MS, m/z) :45 8 (M + ) 

mmm e 

N- {4- [(6. h4->-4-^yiJ->'L-) ;t^v] 7x->il/} - 

2-f^)i:>>i7Jlt:^-*)-i K (7 7) 

6, 7-v> h + v'-4- (4-7iy7xy + i') +y'J> (50mg) i 
mB5a©t°3U >i6 (4 2mE) 4N, N- vy ^;U+>jUA7 ? K (2ml) |c 
i$f^U 1-^5^^- 3- (3' -iJ^f-^UTi VT'obVL-) Tb^b;!-:-:;^ i Kil 

Klg (1 2 3mg) SiSI^T 1 Sl^reTOL/;^. ^^J5 1 tisjlt® 

aifFl::J:-oT*ISJL, gSOft^®^- 3 8 m g . JtSf^l 5 6 

■^H-NMR (CDClg. 500 MHz) :<54. 06 (s. 3H), 4. 
06 (s, 3H). 6. 49 (d. J=5. 5Hz. 1 H) , 7. 23 (d. J 
= 8. 6Hz. 2H), 7. 43 (s, IH). 7. 51 (m. 1 H) , 7. 5 
8 (s. IH) . 7. 8 9 (d, J = 9. 2 Hz. 2H) , 7. 9 4 (m. 1 H) 
. 8. 33 (d, J=8. OHz, 1 H) , 8. 50 (d. J = 5. 5Hz. 1 
H) . 8. 64 (dd. J = l. 8. 4. GHz. 1 H) 

®ftiJ«Tfi (FD-MS. m/z) :40 1 (M"^) 

His^je 7 

N- {4- [(6. 1 -i^/ h^->-4-^J ')~J\^) t^-yl ^x-^U) - 
i4-th'n^i/i)Jl^:-Jlyji-)l) K (7 8) 

(4- [ (6. 7-v;' h + v'-4- + >'U-;L') :t+->] yj.-Jl] - (4 
h + ->*;l/t*--'l'7x--il/) tJV^^^'^i Vi/^J-J^ (3ml) icSP 
Lx 3 3%7ki8<b*'J'>A7k)«« (1. 5ml) ^fiT 2 I^P^ftj? L fc* 
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^moit^iSSi 3 4 m g . iR^ 4 5 ?6T'^|/Co 

^H-NMR (DMSO-dg, 5 00MHz) :53. 93 (s. 3 H) , 

3. 94 (s, 3H), 6. 47 (d. J = 5. 5Hz. 1 H) . 7. 28 (d. 
J =9. 2 Hz. 2H) . 7. 3 9 (s. 1 H) . 7. 5 1 (s, IH) . 7. 
92 (d, J=9. 2Hz. 2H). 8. 07 (m. 4 H) . 8. 47 (d. J 
= 5. 5Hz. IH) , 10. 5 (s. IH) 

KftiJffffi (FD-MS, m/z) :44 4 (M"^) 

N- (4- [(6. 1 V^'^-A-^^ ir^i/l 7x-M - 
'y'7^K-^ffy-h)\,t'^^l K (7 9) 

6. l-'J:^ h + ->-4- j^J^y) +yU > (53mg) i 

l^Jkua0'yiPuO^yti)lzf.'y}j(_ (6 6mg) ^N, N->fpf f-vil/^^UAT 5 
K (2nil) IC^»U l-xf-;l/-3- (3' -'J /i-)V7 IJ ii 
>V^>V^ I K^Rig (1 1 Omg) ^taA.. ^SI=T 1 7^PaiUf Lfc»> Hffi 

^H-NMR (CDC 1 g. 5 0 0MHz) -.8 1. 6 4 (m. 2H) . 
1. 8 1 (m. 2H) . 1. 9 1 (m, 4H) , 2. 7 5 (m. 1 H) , 

4. 04 (s. 3H). 4. 04 (s. 3H) . 6. 44 (d. J=4. 9Hz. 
IH). 7. 13 (d. J=9. 2Hz. 2H). 7. 45 (s, 1 H) . 7. 

5 5 (m. IH) . 7. 6 5 (d. J =8. 6Hz. 2H) , 8. 4 7 (d, J 
= 5. 5Hz. IH) , 
®S^^«f^i (FD-MS, m/z) :39 2 (M"*") 
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nmme 9 

N- {4- [ (6. 7-->V h^y-4-4-y <)-Jl) t^i/] y^L-M - 

6. 7-9/ h + >-4- (4-TJ y 7xy + -» +y U > (5 Img) t 
miSD'&®7:/T>:?>:*;U.-K>ie (1 lOmg) N--:;;'f-;U*;bA7 5 

K(2ml) IzmmU l-xf^-'L'-S- (3' - f'^UT ^ / h°;l.) ^ 

^p^'i^-r 5 KititJi (1 0 7m g) ^ua^. m^izTi dmmitz'^. mm 
m5 1 tmmm^izi:.^zm^u sa®^t:^fei*i 3mg. t^t-ji 

^H-NMR (CDC 1 g, 5 OOMHz) : 6 1. 8 2 (m. 6 H) . 
2. 0 0 (m. 6H). 2. 1 3 (m. 3H) , 4. 0 5 (s. 3H). 
4. 05 (s, 3H), 6. 44 (d. J=4. 9Hz. 1 H) . 7, 15 (d. 
J = 9. 2Hz. 2H). 7. 42 (s. 1 H) . 7. 55 (m, 1 H) . 7. 
64 (d, J=9. 2Hz. 2H). 8. 46 (d. J=4. 9Hz. 1 H) . 

Hfi^tffM (FD-MS, m/z) : 4 58 (M"^) 

llifeW7 0 

N- {4- f (6. 7--y^ h4-->-4-^y V-;!/) t+'yl 7x-JU} - 
(4-7-fe h4->7x-;b) ;<7 K (8 0) 

6. 7-vy h + ->-4- (4-7J y7xy + -» +y'J> (1 1 Omg) 
irPKD°D©4-7-b K+y^MSK (2 0 7mg) ^-N, N-v>y f-;U;fwL.i.7 
J K (6ml) \z^mU l-i^-'U-S- (3' - i^^ 5'Jl'7 J y f;l') 

ijju^^i^^ i mmm (2 2 3mg) irua^. wi^Kxinrsmifz'^. mm 
1 tmrntommz^-^rmm. &m<Dit^ii2 smg. ^mi 2%x- 
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^H-NMR (CDC 1 g. 5 0 0MHz) : 5 2. 3 5 (s. 3H) . 4. 
06 (s. 3H). 4. 06 (s. 3H). 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz. 2H). 7. 25 (d. J=9. IHz. 
2H), 7. 43 (s. IH), 7. 56 (s. 1 H) . 7. 73 (d. J = 9. 
2H2, 2H), 7. 87 (s, 1 H) . 7. 93 (d, J = 8. 6Hz, 2H) 
. 8. 5 0 (d, J =5. 5Hz. 1 H) , 
!SS^#fffi (FD-MS, m/z) :4 5 8 (M"^) 

mmmi 1 

N- {4- [(6. 1 -Vi V^'^-A-^J iC^l''] •Jj.-M - 

2- (6-7-tr ^^^>:^7»jl/) fpltt^^i K (8 2) 

6, 7->>V h4-->-4- (4 -7^ y 7x/ + -» > (5 Img) i 

rfJi5SiCD6-7-lr h + ->-2-:>-7 hxK (121mg) ^N. N-i^^f-;!/*; 
;UA7J K (2ml) icg«?U l-x^;l,-3- (3' - f-;l'7 5 y 
f;l/) *;U--Kv>f J K«if!:!g (1 2 4mg) ^Sox.. SSJCT 1 3liirBTOLfc 
^^ IIJfel«J5 1il5l«cDSf^{ci^Ti^KL. SSo^t^tl^a 6ing^ JR$7 
5%T-^fco 

^H-NMR (DMSO-dg. 5 0 0MHz) :<52. 3 8 (s. 3H). 
4. 03 (s, 3H). 4. 05 (s. 3H) . 6. 49 (d. J = 5. 5Hz, 
IH) . 7. 2 0 (d, J =9. 2Hz, 2 H) . 7. 3 0 (dd. J = 2. 4. 
9. 2 Hz. IH) . 7. 4 2 (s. IH) . 7. 5 7 (m. 1 H) , 7. 61 
(d. J = l. 8Hz. IH), 7. 81 (d. J=9. 2Hz, 2H) , 7. 
8 6 (d. J = 8. 6 Hz, IH) . 7. 8 9 (d. J = 9. 2 Hz, 1 H) . 
7. 94 (d. J = 8. 6Hz. IH). 8. 38 (s. 1 H) , 8. 49 (d, 
J=4. 9Hz. IH) 
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Kfi^ffM (FD-MS. m/z) :5 0 8 (M"^) 

N- (4- [ (6. 7-'J^ h^'y-4- + ^ ^4^->] 7x-;M - 

(4-b Kn:^v/7x-.)U) K (8 3) 

N- {4- [(6. h + ->-4-+y 'J--'L') y:L-)i} - 

(4-7*h + v'7x^Jl/) *>'^-•^'+•t^i K (l O 3mg) ^y-^U (4in 
1) icjglBL. 3 5%*i!fb*U't'A7k^f6 (2ml) ^^ID;i^ SSTSI^P^iK 

$-x-x;UT-ffi^U mmoit^^l 7mg. iR* 8 2 %T{i/:o 

^H-NMR (DMSO-dg, 500MHz) : S 3. 94 (s. 3H), 
3. 95 (s. 3H). 6. 46 (d, J=4. 9Hz, IH), 6. 87 (d, 
J=8. 5H2. 2H), 7. 24 (d. J=9. 2H2. 2 H) , 7. 39 
(s. IH) , 7. 5 2 (s, IH) , 7. 8 7 (d, J =8. 6 Hz. 2H) , 
7. 90 (d. J=9. 2Hz, 2H). 8. 47 (d. J = 5. 5Hz, 1 H) 
. 1 0. 1 (s. 1 H) 
Wm^^m (FD-MS, m/z) : 4 1 7 (M"^+1) 

N- {4- [ (6. 7--:?^ h4-->-4-^/ iJ-.'U) ;r^->] Vj^-M - 
2- (&-t¥vd(.i,i-y:f-ji) K (8 4) 

N- {4- [(6, 7--:^y h+->-4-+y')->iu) 7x^;U} - 

2- (6-7-b h + i/:J-7^;l/) ; K (4 Tmg) ?ry:^y-;L'(4 

m 1 ) lc^»Ls 3 5%7miti} U A7K«ffi (2ml) tlD^. MfiTS^Pfl 
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iR$8 6%T?ifco 

^H-NMR (DMSO-dg. SOOMHz) :63. 95 (s, 3 H) . 
3. 95 (s, 3H). 6. 49 (d, J=4. 9Hz. IH). 7. 18 (m. 
IH) . 7. 2 0 (s. IH) . 7. 2 7 (d, J ==8. 6 Hz. 2H) . 
7. 39 (s. IH). 7. 53 (s. IH). 7. 80 (d. J=8. 5Hz, 
IH). 7. 9 2-7. 9 8 (m. 4 H) . 8. 4 7-8. 4 8 (m. 2 H) . 
10. 0 (b r s, IH) , 10. 4 (s. 1 H) 
ea^ffffi (FD-MS, m/z) :4 6 7 (M'^+l) 

N- (4-y h^->7x:=.;U) -N' - {4- [ (6, 7-v'y h^->-4- 
^y'J-;U) ;^4^->] 7jl-;L>} 'yUT (4 3) 

6, 7-v?;< h + i/-4- (4-7 5 y 7*7 + » 4-/") > (5 3mg) 
hvbx^ (3ml) \zUaf>mmit.^. 4-y h + ->7 x^^U-l" 7 ->7*- h 
(0, 2ml)^:ftii. 3 0^)PaJjni&a«ELfcc »ftiiLT§fc*SB^*ttIKU h 
JL-.x>T-2ft^1--5Cilc.k!)*S©{b^!^?-5 4mgx iR¥6 8%T-?|fco 

^H-NMR (DMSO-dg, SOOMHz) : 53. 72 (s, 3 H) . 
3. 94 (s, 3H), 3. 95 (s. 3H) , 6. 44 (d. J=4. 9Hz, 
IH). 6. 87 (d. J=8. 5Hz, 2H). 7. 19 (d. J = 9. 2H 
z. 2H). 7. 37 (d, J=8. 5H2. 2 H) , 7. 38 (s, 1 H) . 
7. 52 (s. IH). 7. 58 (d, J = 8. 5Hz. 2H). 8. 46 (d. 
J=5. 5Hz, IH). 8. 50 (s, 1 H) . 8. 73 (s. 1 H) 

Sfi^>»fffi (FD-MS. m/z) :44 5 (M"*") 
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5 

N- (4-7;b;fD7x-.>U) -N' - (4- [ (6. h^->-4- 
^yj-jl/) :t»y] 7x-;l/} -^l/y (4 4) 

6. h + ->-4- (4-7iy7iy + -» +y U > (54mg) i 

hJlx.> (3ml) lCjD,«l^»Lfc»x 4-7;l/:tn7xJ::.;H'Vi'7;^- f 
(0. 2inl)^iDA, 7 0^P^jD«ljiatL^o ffttiLTtfc^Bl^&zSKU h 
-'l'X>Ti*ift§C<!:JcJ;^)S®ffl{t^fe^3 8mg, i^m4 8%X'%tZo 

H-NMR (DMSO-dg, 500 MHz) -.6 3. 94 (s. 3H), 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9H 2, 1 H) . 7. 1 2 (m. 
2H) . 7. 1 9 (m, 2H) . 7. 3 8 (s. 1 H) . 7. 4 7 (m, 2 H) , 
7. 51 (s. IH), 7. 59 (d. J = 9. 2Hz. 2H), 8. 45 (d. 
J = 5. 5H2, IH). 8. 72 (s. 1 H) , 8. 79 (s. 1 H) M 
:»Sf<it (FD-MS, m/z) : 4 3 3 (M"*") 

^^7 6 

N- (4-7'D^7x-;l^) -N' - (4- [ (6. 7-y^ h^->-4-4 
>"J-;U) ;^4'>] 7x-;l/} -^UT (4 5) 
6. 7--:?y h+->-4- (4-7iy7xy + v') (5 2mg) ^ 

h;UjL> (3ml) izmmmit:^. 4->^d*7x^jH' V >74^- h 
(0. 2ml) ^ai^. bOi^mUammii^o VrtiiL■Z^tz^S¥B^mJ!HU h 
^I'X >T-j!feitt S C <!: ic i »3 S®©{b^«- 5 6 m g > 6 4 %T||fco 

^H-NMR (DMSO-dg. 5 0 0MHz) : 63. 94 (s. 3 H) . 
3. 95 (s. 3H). 6. 44 (d. J = 5. 5Hz. 1 H) . 7. 19 (d. 
1=9. 2Hz. 2H), 7. 39 (s. 1 H) . 7. 45 (m. 4H). 7. 
51 (s, IH), 7. 59 (d. J=9. 2Hz, 2 H) . 8. 46 (d. J 
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= 5. 5Hz, IH), 8. 86 (s. 1 H) . 8. 86 (s. 1 H) 
SS^ffffl (FD-MS. m/z) :4 9 3 (M^) . 49 5 (M^ + 2) 

N- {4- [ (6. l-i>/ t^'y] 7 - 

N' - (4--h07x-;U) ';7l/7 (46) 

6. h+->-4- (4-7$y7iy + » +y'J> (103mg) 

$-h;Ui> (lOral) {c]tlDa^;^«PL/:'^. 4 -- ha7x^;W V>74^- h 
(3 6 6mg) ^Jn;ts 6 O^KISnlfefiaELfco tffibLTtfcSali^raffiL. h 
Jbx > -P«t^t S C i tc J; 0 mmoit^l&i'S: 1 4 1 m g ^ iR^ 8 8 ^T-^fco 

^H-NMR (DMSO-d g. 5 0 OMHz) ■.6 3. 9 4 (s. 3H) . 
3. 95 (s. 3H). 6. 45 (d. J=5. 5Hz. 1 H) , 7. 23 (d. 
J=8. 6Hz, 2H). 7. 39 (s. IH). 7. 51 (s. 1 H) . 
7. 62 (d. J=9. 2Hz. 2H) , 7. 71 (d. J=9. 2Hz, 2H) 
. 8. 20 (d, J = 9. 2Hz, 2H) . 8. 46 (d. J=5. 5Hz. 1 
H) . 9. 08 (s, IH) . 9. 49 (s, 1 H) 
(FD-MS. m/z) :460 (M"*") 

m&mi 8 

N- (4-7'»Jl^7x-jU) -N^ - {4- [ (6, 7--:^^ h^->-4-^ 
y 'Jji^b) 7x-M '^1/7 (4 7) 

6, 7--:^=;' h + '>-4- (4-7? y^x^ + i/) +yu> (5 0mg) 5- 
yjlJ^> (3ml) (wjDSfe^jgLfcjfe^ 4-7'^-'l'7iX;l"l'V>'7*-h 
(0. 2m\) itapL. 2 65jr^ian»jaii(ELfco ISlE«-^'nn;t.;UA/7-feh> 
(1 0/1) TSMt5'>U*yjl'*7Ai'ov h/7 7^-JcJ:t)^fiU S 
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SO{[:^tl«r3 6mg. iR^4 5%X'^tZo 

^H-NMR (CDC 1 g/CDgOD. 5 0 0MHO : <5 0. 9 3 (m. 
3H) . 1. 3 5 (m. 2H) . 1. 5 7 (m. 2H) , 2. 5 7 (m, 2H) , 
4. 06 (s. 3H). 4. 06 (s. 3H) , 6. 49 (m. 1 H) , 7. 1 
4 (m. 4H) , 7. 3 3-7. 6 2 (m. 6H) , 8. 3 9 (m, 1 H) 

eg^J^ffil (FD-MS. m/z) :47 1 (M"^) 



Ilffifiaj7 9 

N- (4-7; y7x-jl/) -N' - {4- [ (6, 7-yy h=f->-4-^ 
;t4^->] 7x-;l-} -t^l/y (4 8) 

N- {4- [(6. 7 --y/ h^>'-4-^y')-J\^) ^^'yl y =:-M - 
N" - (4--hn) ^i^^'b^L'T (lllmg) ^N, N - i?^ f^;^t^;^A 
7? K (7ml) izmi. 1 O^TRgf^b^^iJ-i-A-^?^ (1 0 Omg) iija 
^^ *«5?il^TSrgJ;T2 2l^fe^iSEJ$Lfco RJC?fi[^-tr7-r h^fflV^TitiiL 

®±U SSO'lb^^^re 6ing. iR$6 3%T'^fco 

^H-NMR (DMSO-dg, 500MHz) :53. 94 (s, 3H). 
3. 94 (s, 3H). 4. 74 (b r s. 2H) . 6. 4 3 (d, J=4. 9 
Hz. IH), 6. 52 (d. J = 8. 6Hz. 2H). 7. 08 (d. J = 
8. 6Hz, 2H). 7. 16 (d. J=9. 2Hz. 2H), 7. 38 (s, 
IH) . 7. 5 1 (s. l.H) . 7. 5 5 (d. J = 9. 2 Hz. 2H) , 
8. 14 (s, IH). 8. 45 (d. J=4. 9H2. 1 H) . 8. 61 (s, 
IH) 

S»5>*fffi (FD-MS. m/z) :43 0 (M"*") 
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9 1 

N- (4-7-b^;l/7x-;l/) -N' - {4- [ (6. 7-->V h^->-4- 

a-^'y^ »l/7 (4 9) 

6. h + >'-4- (4-7? y 7iy+-» +y'J > (5 Img) 

h>'l'jc> Oml) ^cJD«^^ISL^^^ 4 -7*f^>'l/7x-;U'r V>7*- h 
(2 10mg) ^Ui^L. 2 0^f^1sMm.LiZo uot^jlA/j-t h > 

(1 0/1) T"Jgg3t'5i''J*y>'l'*5/>i'ovh^''77-f-(cJ;t)ffi^L^ S 
Sffl {b^te«- 5 0 m g . 6 4 %X'%iZo 

^H-NMR (CDCl 3/CD3OD. 5 0 0MHz) : 52. 59 (s. 
3H) , 4. 07 (s. 3H). 4. 07 (s. 3H), 6. 50 (d. J=5. 
5Hz. IH), 7. 17 (d, J = 8. 5H2, 2 H) . 7. 36 (s, 1 H) 
. 7. 58(s. IH). 7. 58 (d, J = 8. 5Hz, 2H). 7. 60 
(d, J = 8. 5Hz. 2H). 7. 94 (d, J=8. 5Hz. 2H) . 8. 
40 (d. J=5. 5Hz. IH) 
fi*^}«ftt (FD-MS, m/z) :4 57 (M"^) 

mmm8 1 

N- {4- [(6. h=f->-4-^y')-^) 7x-;U} - 

N' - (4-7xy4>^7x-;U) »L/7 (50) 

6. h + ->-4- (4-7iy7xy + ->') (5 3mg) 

h;l.i> (3ml) l^jDlftS»LfcSx 4-7xy + >7x-;H' vi/j^^- [. 
(0. 2ml) ^UaA.^ 3 0^P^Jpf«ia«tLfco SlE't^' Dn;}-.;UA/7-lr h > 
(1 0/1) TjgBSt5>"J*y;b*7A^Dvhi^57-f-(cJ:?)i^t2Ls S 
a©<t^^^5 5mg^ IR*6 0%T?ifco 

■^H-NMR (CDC 1 3/CD3OD. 5OOMH2) :64. 46 (s. 
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3H) , 4. 46 (s, 3H) . 6. 51 (m. 1 H) , 6. 98-7. 62 
(m, 1 5H) . 8. 4 0 (m. IH) 
Sfi^tffii (FD-MS, m/z) :50 7 (M^) 

N- iA->(Vfat')iy^-)l) -H' - ■14- [(6, 7--^/ h^->- 
<)-)l) t'if-u'l 7x-;b} '^UT (5 1) 

6, 7 -'J/ h + ->-4- (4-7 5 y 7x7 + •» i)y (5 Img) ^ 
hJl/XV (3ml) {rj!inJ>iV^»L^^, 4 V^n f;U7 x:::;b-f V -/J*- 
h (0. 2ml) ^tD^. 2 B^/^rSmf^mitZo 

> (1 0/1) T'Jg§gt'S->U*y>'l'*^i.^'D-7 h^'*7 7-f -lcJ;»)|i?»!Ls 
^©^b^!|Sl«r7 Omg. JR^9 0%r-?|3t„ 

^H-NMR (CDgOD. 5 00MHz) : 51. 18 (d, J=6. 7H 
z, 6H) , 2. 82 (m, 1 H) . 3. 97 (s. 3 H) , 4. 01 (s. 3 
H) . 6. 37 (d, J=5. 5H2. 1 H) , 7. 04 (d. J=8. 5Hz, 
2H). 7. 11 (d, J = 8. 5Hz. 2H). 7. 25 (d. J=8. 5H 
2. 2H). 7. 26 (s. IH). 7. 38 (s. 1 H) . 7. 41 (d, J 
= 9. 2Hz. 2H). 7. 54 (s, 1 H) . 7. 82 (s. 1 H) . 8. 0 
3 (s, IH) , 8. 42 (d. J = 5. 5Hz, 1 H) 

Kfi^tffffi (FD-MS. m/z) :4 5 7 (M+) 

^^8 3 

N- (4- m7;l/tpy».'l/7x-;l/) -N' - {4- [ (6. 7 -'J/ h 

Vz-Z-M ^VT (5 2) 
6. 7-'^:^ h + ->-4- (4-7 5 /7xy + -» +>"J > (5 3mg) «• 



W097/17329 PCT/JI'96/03229 

93 

h;l/x> (3ml) iziammitz'4t. 4- hU7-»l/:}-D;t5^;U7xJi;U^Vi/ 
(0. 2ml) $:SDX.s lOi^rSlBi^mitio ^tiilT^fz^^^m 

^H-NMR (CDCI3. 500 MHz) : 8 4. 05 (s, 3H), 
4. 05 (s, 3H). 6. 52 (d, J=5. 5Hz, 1 H) , 7. 18 (d. 
J=9. 2H2, 2H). 7. 36 (s. 1 H) . 7. 56 (s. 1 H) , 
7. 59 (d. J=8. 6Hz. 2H). 7. 62 (d, J=8. 6Hz, 2H) 
. 7. 63 (s. IH). 8. 40 (d. J=5. 5Hz, 1 H) 
H«:»«Tffl (FD-MS. m/z) :4 8 3 (M"*") 

II16^J8 4 

N- (4-n-7'f^;^7x-;b) -N' - {2- [ (6.. l-'J/ 
-^J')Jl) :t^->3 7x-;M "^Uy (14 7) 

IS:te«»J4 SlciJl^Tx 4--\-ay 3.J~Mzir^?LT2-~huy xy-Jl'S: 
m^^izl,immm:iULti6, l-'J/V^'y-4- (2--ho7x>' + i/) 

')>^^m4 9tmm\zSL^ixmfz^ e. 7-x> h+->-4- (2- 

7i Jyj.^^-» >)> (5 6mg) ^V)Vj-> (Sml) lcMS«g»Lfc 
'4k. 4-n--:f^JlyjL~JU^y>'7^-V CO. 2ml) =&Jni. 3 O^PbTO 

^mttzo mk'ii'uuA-^jiL./T^Vy (10/1) ■eggat5->'j*yji' 

^Dvh^^77-f-lcJ:?)?IS!!L. ^S©'fb#«!l«-4 5mg^ iR^ 5 0 %T-'l^fco 
■•■H-NMR (CDClg, 5 0 0MHz) : 5 0. 89 (t, J = 7. 3H 
z. 3H) , 1. 30 (m. 2H) . 1. 52 (m. 2H) . 2. 5 0 (m. 2 
H) . 3. 9 0 (s, 3H) , 3. 9 3 (s. 3H) , 6. 2 2 (d. J = 
4. 9Hz. IH). 6. 87 (d. J = 7. 3Hz. 1 H) . 6. 96- 
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7. 0 1 (m, 4 H) , 7. 1 5 (b r s. 1 H) . 7. 2 8-7. 3 1 (m. 
4H) . 8. 1 2 (b r s. 1 H) . 8. 2 6 (d. J =4. 9 Hz, 1 H) . 

8. 58 (di J = 7. 9Hz, 1 H) 
Kft^tffffi (FD-MS, m/z) :471 (M"^) 

Uteres 

N- (4-n-:^»;1.7jL-;l-) -N' - {3- [ (6. 7-yy h^-/-4 

-^y'j>>u) 7^->ib} -^uy (9 1) 

IIJfeffl]4 8 !Cfel,>T, 4 -- h o 7 X y -;HC*>;IT 3--hD7iy 
ffll>fc{i*Mll5ltiliS!Ly::6. 7 -i^y h + ->-4 - (3 -- h o^x y + •» 
+y U>^IU6^J4 9ill«(c«5tLT?tfc, 6, 7-yyh + ->-4- (3- 
75 y7xy + -» +y rj> (5 img) (3ml) {CjaMSJSLfc 

4-n-7'^;U7x^;U-l'V>74^- h (0. 2inl) ^Jnx.. 5 O^HJn 
«li8«[Lfcc Sa^-i-DD^^l-A/T-tr h> (10/1) T-Sgat5>";*y;l/ 
i'a-7h^*5 7-f-(cJ;t)J«»L. Se©^b^«5*2 Gmg. iR*3 2%T?ifco 

^ H-NMR (CDC 1 g. 5 0 0MHz) : 6 0. 89 (t, J = 7. 3H 
z. 3H) . 1. 3 0 (m, 2H) . 1. 5 2 (m, 2 H) , 2. 5 1 (m, 2 
H) , 3. 95 (s. IH) . 4. 00 (s. 1 H) . 6. 49 (d. J=5. 
5Hz. IH), 6. 81 (d. J=8. OHz, 1 H) . 7. 04 (d. J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) . 7. 37 (s, 1 H) , 

7. 51 (s, IH). 7. 84 (brs. 1 H) , 8. 24 (brs. 1 H) . 

8. 43 (d, J=4. 9Hz. 1 H) 
K*^«Til (FD-MS. m/z) :47 1 (M^) 
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N-n-y^^ylz-N' - {4- [(6, 7-yy h + ->-4-4^y'J;l/) 
->] tyUT (13 9) 

6. l-'J;f (4-7$y7xy + v) +>"J> (51mg) 

(3ml) izmfmmtti^^ n-T/^yU-f VVT?.- h (0. 2ml) 
'tlJD^. lA^mmmifto mm^on7i:)UA/7-\rh> (10/1) T- 
SgStS->"J*y;l'^'o^h^''77^-lzJ:|?1tSLx SSffl-fh^tl^rS Img. 
JR*4 6%T^|y:o 

^H-NMR (CDClg. 5 0 0MH2) .6 0. 93 (t, J = 7. 3H 
z. 3H) , 1. 3 7 (m. 2H) , 1. 5 3 (m, 2H) , 3. 2 8 (m. 2 
H) , 4. 04 (s. 3H), 4. 04 (s. 3H). 5. 04 (b r s, 1 H) 
. 6. 4 4 (d. J =5. 5 Hz. 1 H) . 6. 9 8 (brs, 1 H) . 7. 1 
1 (d. J=9. 2Hz. 2H) , 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d. J = 4. 9Hz, 
IH) 

BJI^»f€ (FD-MS. m/z) :3 9 5 (M"^) 



N- (4- [ (6. 7-v?p' h^->-4-^y U^l-) :^^->3 7x-;U} - 
(.A-V'jyjita/f-Jiyii-ji) K (15 7) 

6. 7-i?y h4^'-4- (4-7 5 >'7i/ + -» +y >;> (5 3mg) i 
mii[D^©4- h'J7-'l';j-Dpi:?>gcfiSK (1 0 2mg) «-N. N-i^yf^^U:^ 
^l/AT-; K (3ml) {c^#?Ly;:»> l-x^;U-3- (3' -'J/^)U7iJ 
fn b'^b) ^;l.;Kv''r i KigK^i (1 0 2mg) *jDiLx SSCTl 4^HgiJ* 
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fcttS^bte*S^i?x5^;UT-zSfe^ mmoit^^ 3 2 m iR^ 3 8 HX-ntZc 
^H-NMR (CDC ]g . 5 0 OMHz) : 6 4. 0 4 (s, 3H) . 4. 

05 (s. 3H), 6. 48 (d. J=4. 9Hz. 1 H) , 7. 22 (d, J 
= 8. 5H2, 2H). 7. 41 (s. 1 H) . 7. 55 (s, 1 H) . 7. 7 

6 (d, J=8. 5Hz. 2H). 7. 76 (d, J=8. 6Hz. 2H). 8. 
02 (d, J=7. 9H2, 2H), 8. 13 (b r s, 1 H) . 8. 49 (d, 
J = 5. 5Hz. IH) 

Kfi^tFfM (FD-MS. m/z) :468 (M"^) 

ll!6^J8 8 

N- {4- [ (6. 7->'y h4->-4 <}Jl) y:^-jl) - 

(4-->^o^^->.>U7x-;U) /7;l/»'4»; K (15 8) 

6. 7--:^> h + v/-4- (4-T 5 y 7xy4--» +7 U > (5 2mg) t 
rlJiga0 4-->5'DA.+ -/;l^,i.Sif (109mg) ^N. li-u M^f-Jlt^JlM, 
Ti K (3ml) {C^IBLfc^. l-xf-;l.-3- (3' -'J/i-Jl7 i J-fu 

t'ji) i vmmm (i i omg) ^3n^> mi&tzri i^^misiwit: 

m> mmm l <!:|5|«®Sf^lci^Ti^S!!L. Saolt^fe^S 4mg. 
6 496T'^fce 

^H-NMR (CDClg, 5 0 0MHz) : (5 1. 2 5-1. 8 6 (m. 
lOH). 2. 55 (m. IH). 4. 01 (s. 3H), 4. 03 (s. 3H) 
. 6. 46 (d. J = 5. 5H2. 1 H) . 7. 16 (d, J = 8. 5Hz. 2 
H) . 7. 27 (d. J=7. 9Hz. 2 H) . 7. 39 (s. 1 H) . 
7. 55 (s, IH). 7. 75 (d. J = 9. 2Hz. 2H). 7. 83 (d, 
J=8. 6Hz, 2H). 8. 46 (d, J=5. 5Hz, 1 H) 
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3l«»tFfffi (FD-MS. m/z) .-4 8 2 (M"^) 

Uteris 9 

N- {3- [ (6. T-'J/ h»'>-4-4y <))l) t^'A yji-M - 
(4 - t -7'5^.>l/7x-;l/) K (1 5 9) 

6. h4-v/-4- (3-75 y7xy + » ij > (54nig) i 

rlilSSffl 4 - t - T'f-Jl^mSK (102mg) ^N. N - i?y ^;l/*^Ui.7 i 
K (3ml) izmim. l-x^;U-3- (3' -i^^f-^bT? /^DbVW 
:^7;L';f:i>V i h'^fm (1 0 6mg) ^tOA.. MSirT6i^P5a!J$Lfc&. ^Jfe 
WI5 1 <!:|aI^OS5ftlci-:>T?ISU SS©<b^«!l^ 2 9 m g . JR*3 5%T}# 

fee 

^H-NMR (CDClg, 500MHz) -.6 1. 34 (s, 9H). 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d, J=4. 9Hz, 
IH). 6. 97 (d, J=7. 3Hz. 1 H) . 7. 2 9-7. 68 (m, 7 
H) . 7. 85 (d. J = 7. 9Hz. 2H) . 8. 48 (d. J=4. 9Hz. 
IH) . 8. 5 9 (br s, 1 H) 

5l*i>«fffi (FD-MS. m/z) :456 (M"^) 

N- {3- [(6. 7--:^;' h^->-4-^y U7U) f-t] yji-Jl] - (4 

- t -zTj-jivx-ji) K (16 0) 

6. 7-'J/ h + ->-4- (3-7 i y 7x^Jl/f-:t) ^-^ 'J > (62mg) 
trfim&OA-t-yf-Jl^BMm (109mg) «-N, N- ^;l/:^;l,A7 
5 K (3ml) lcg)!?Lfc^> l-xf-;l/-3- (3' =f-)\^7 i J :fob' 
}l) ijJlt'-J^ i (11 2mg) iUuA.. SSirT2 5mmWLfz'^. 
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^H-NMR (CDCIg. 500MHz) : 6 1. 31 (s, 9H), 4. 
00 (s, 3H). 4. 01 (s, 3H). 6. 83 (d. J=4. 9H2. 1 
H) . 7. 2 0-7. 9 9 (m, 9H) . 8. 0 6 (m, 1 H) . 8. 3 9 (d, 
J =4. 9H.Z. IH) . 8. 6 0 (b r s, 1 H) 

HS^Jffffi (FD-MS. m/z) :47 2 (M"^) 

1 

N- {4- [ (6. 7-'J/ K^->-4-^y U^U) 7:..-M - (4 

-y^Jly:,.-)l) ijjlt'df-^i K (161) 

6. 7-->V h + ->-4- (4-T5 y^xy + i/) U > (62mg) t 
rtilSm.© 4 - ( 1 0 4 m g ) «• N , N - >' > f- vb* 7 i K 
(3ml) tc^«L/:S&. l-if-;l/-3- (3' -i^;^ i-Jl7 i Jfot'Jl') 
i3)\^it:=J-( 5 KiiitJi (1 1 7mg) ^DdA. mfSj^mLId^^ H 

i6^J5 l<i:|5l«©ftmcj;,Tf|$aU gSO^b^*2 1mg. iR^2 2%tr 

^H-NMR (CDClg, 5 0 0MHz) : 5 0. 94 (t. J = 7. 3H 
z. 3H) , 1. 3 8 (m, 2H) . 1. 6 3 (m, 2H) . 2. 6 9 (t. J 
= 7. 9H2. 2H). 4. 03 (s, 3H) , 4. 05 (s. 3H). 
6. 72 (d. J=4. 9Hz. 1 H) . 7. 30 (d. J = 7. 9Hz. 2H) 
. 7. 39 (s. IH). 7. 42 (s. 1 H) . 7. 57 (d. J=8. 5H 
z. 2H) . 7. 78 (d. J=8. 5Hz, 2H) . 7. 8 1 (d. J = 7. 
9Hz. 2H). 8. 08 (s. 1 H) , 8. 42 (d. J = 5. SHz, 1 H) 

Kft^J«T«l(FD-MS. m/z) :47 2 (M"^) 
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N- {4- [(6. 7-v?;< h^->-4-'fy U^U) ;r4^->3 7x-;b} - 
N' - >>Uf-;t7x-;l/) -^l/T (16 3) 

6, h+->-4- (4-75/7iy + » 4-y';> (53mg) 5r 

h/Ux^ (3ml) lCj!lDl^»Lfc^. 4- :f i-Ji^=f-^y y -yy^- h 

(0. 2ml) ^rtoi. S^raJn^aaiL/^o tffJilLTifcigBl^«5KLs 
xVT-gfc^t5C:ilcJ;tigSOlt^!^«-6 2mg, 7 6 %T-^lfco 

^H-NMR (DMSO-dg, 5 0 0MHz) : S 2. 44 (s. 3H) . 
3. 94 (s. 3H). 3. 95 (s. 3H). 6. 44 (d. J=4. 9H2. 
IH). 7. 19 (d. J = 9. 2Hz, 2H), 7. 23 (d, J=8. 5H 
z, 2H) . 7. 3 8 (s. IH) . 7. 4 4 (d, J = 9. 2 Hz. 2 H) . 
7. 5 2 (s. IH) , 7. 5 8 (d, J = 8. 6 Hz. 2H) . 8. 4 6 (d, 
J=4. 9Hz. IH). 8. 70 is, 1 H) . 8. 79 (s. IH) 

KJI^«fffi (FD-MS, m/z) :46 1 (M"^) 

N- (3-xh^->:<7;l/iK-Jb7j:-.)t/) -N' - {4 - [ (6, 7 - h 
^i/-4-^J t^'y^i 7xx;l.} » 1/7 (16 4) 

6. 7--:^y h + ->-4- (4-7$y7x>' + i') +y')> (5 3mg) ^ 
h^l'ii' (5ml) \zMiimmLfz'&. 3-xh + >;!7;l.;lC^;U7xx;U^V> 
74i-h (2 8 4mg) iJoi, iNfHiniftifiiitL/io i^S* ^' DD;^;l.i,/7 
(10/1) Tgiat5->U*y;l':'>7A>?D-7 -|cj;t)fi|SS| 
U Sao^fc^fe^&l 8mg, iR*2 0%T»fco 

^H-NMR (CDC Ig . 5 0 OMHz) : 5 1. 3 8 (m. 3H) . 
3. 9 8 (s. 3H), 4. 0 5 (s. 3H) . 4. 3 5 (m. 2H) . 6. 4 
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5 (d. J=5. 5Hz. IH) , 7. 12 (d. J=9. 2Hz. 2H) , 
7. 40 (s, IH). 7. 47 (d. J = 9. 2H2, 2H) , 7. 47 (d. 
J = 8. 6Hz. 2H) , 7. 58 (s. 1 H) . 7. 96 (d. J = 9. 2H 
z. 2H) . 8. 0 5 (s. IH) , 8. 1 7 (s, IH) . 8. 4 7 (d. J 
= 5. 5Hz. IH) 
K*3Jtfrtt (FD-MS. m/z) :4 8 7 (M"^) 

■ mmm9 4 

N- (4 -:^on7x-;l/) -N' - (4- [ (6, 7-->'y S^->-4-4 
>"J;b) :t^^->] 7x-;L-} i^U7 (16 5) 

6. l-'J/ h + ->-4- (4-7$ + +y y > (52mg) i£ 

h^l/x^ (5ml) lijD^jgSPLfcStx 4-:?DD7iX;U-f V->7^- h 
(0. 2ml)*Jni, mP^iD,«SjiaEL/:o tffttiLT^fcJgS?:«IKU 
x>T2Sfe^t5Cilcit)gS©ib^ife«-4 3m g. JR$5 5%Ti#fco 

••■H-NMR (DMSO-dg . 500 MHz) :53. 94 (s. 3H), 
3. 95 (s. 3H), 6. 44 (d, J = 5. 5Hz. 1 H) . 7. 20 (d, 
J = 9. 2Hz, 2H). 7. 32 (d. J=8. 5Hz. 2H), 7. 38 
(s. IH). 7. 49 (d. J=9. 2Hz. 2 H) . 7. 51 (s, 1 H) . 
7. 58 (d. J=9. 2Hz, 2 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
. 8. 83 (brs. IH). 8. 83 (brs. 1 H) 

Sa^Srffi (FD-MS. m/z) :44 9 (M+) . 45 1 (M'*' + 2) 

N- (.2-^Vfat'Jlyi.-Jld -N' - {4- [ (6. 7-'J/h*-i/- 
.4-4y'J;U) 7x-;U} our (16 6) 
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6, 7->> h + ->-4- (4-T5y7iy + -» +y'J> (44mg) 
h;l^x> (5ml) ^zmmmmifz'^. 2->rv:^Df^b7x-;W7i/7^.- 
h (0- 2ml) ^SD^s 8 0:»rajD«l]SSItL/:o ^S?:^' n D;}-.;UA/7-b h 
> (10/1) T-Sg§t5v"J*y;^;'7 7A^'Dv^^'*57'^ -lwi;i3liS?L. 
^Ofb^tl^-l 4mg. JR$2 0%T-^fc„ 

H-NMR (CDC Ig . 5 0 OMHz) : 5 1. 2 1 (m. 6H) , 

3. 2 1 (m, IH) , 4. 0 4 (s. 3H) . 4. 0 4 (s. 3H) , 

6. 4 2 (m, IH), 6. 6 3 (m. 1 H) . 7. 0 9-7. 5 5 (m. 11 
H) , 8. 4 6 (m. IH) 
SSiJlfftt (FD-MS, m/z) : 4 5 7 (m"^) 

lllfe^J9 6 

N- {4- [(6. 7 ->/ h^i/-4-=^/ *)Jl) t'^-y] 7x-;U} - 
N' -7x-;U'»l/7 (1 6 7) 

6, 7-vfy h + i/-4-. (4-7 5 y7xy + » (5 1m g) ^• 

hJlx.u (5ml) (zUammmitz'^. y:z.-Jl^^V>7^-h (0. 2ml) 
?rtD;t^ 5 0^KISn«iiajKLfco ]^S?-i'DD5^;bi./7-lr h > (10/1) T- 
Mmt 5 •> 'J * y^U* 7 A 5' D V h /5 7 <f - ic J: 13 i^S! Ls SS®^k^fe* 
2 Img, JR¥4 1%-C^lfc6 

^H-NMR (CDC I3 , 5 0 OMHz) :<y4. 04 (s, 3H), 

4. 0 4 (s. 3H) . 6. 61 (m, 1 H) , 7. 0 5 (m. 1 H) . 7. 3 
6~7. 4 4 (m. 1 OH) . 7. 9 9 (s. 1 H) . 8. 3 1 (s. 1 H) . 
8. 3 6 (m. IH) 

(FD-MS. m/z) :43 1 (M"*") 
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N- {4- [ (6, 7--:^^ ^4^^>-4-^^>' <)Jl^) ;t^->] 7x-;U} - 
N' - (2--hD7x-;l>) ■»l/7 (16 8) 

6. 7-j;y h + i/-4- (4-Tiy7xy4» (SSmg) ^ 

h;l/X> (8ml) lcjD*\@»Ly:ft> 4 -- h o7 x J^yU-T V •>7*- h (3 

Tomg) ^m^^ 4 o^mmms.mifzo tRtiiiz^tz^FB=^imu vjij^ 

H-NMR (DMSO-dg . 5 0 OMHz) : 6 3. 94 (s, 3H). 
3. 95 (s. 3H). 6. 46 (d. J=5. 5Hz. IH). 7. 22 (m. 
IH) , 7. 23 (d. J = 9. 2Hz, 2 H) , 7. 3 8 (s, 1 H) . 7. 
5 1 (s. IH) , 7. 6 2 (d. J =9. 2 Hz. 2H) , 7. 7 1 (m. 1 
H) , 8. 11 (m, IH), 8. 3 1 (m, IH), 8. 4 6 (d. J =5. 
5Hz. IH). 9. 62 (s. IH). 9. 96 (s. 1 H) 
Mfi^tlrtt (FD-MS. m/z) :4 6 0 (M"^) 

N- (2-7; y7x-;l^) -N' - {4- [ (6. 7-v?^ h4^->-4-4- 
yiJ;U) 7x-.>U} '>U7 (16 9) 

N- {4- [(6. h + ->-4-+y'J;l') ^^i'] ^x^M - 

N' - (2--ho7x^7U) "!7U7 (4 2mg) ^N. N-y>f^;l/*;l,A7 
? K/KiEx5^;L. (12ml/6nil) (C^)J?L, 2 0%7Ki?ft'<^ -^C; A-^ 
« (7 0mg) ^rSD;l^ *3R;?fflmTmSi::T3l^Bg8Hf Lfco 

L)to aET^J«e±L. gfi©'fb^tl^3 9mg, iR^l 0 0%-??^fc, 
■"■H-NMR (DMSO-dg. 5 0 0MHz) :S3. 94 (s, 3 H) . 
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3. 9 5 (s. 3H) , 4. 7 7 (brs, 2H) , 6. 4 4 (d. J =5. 5 
Hz, IH) , 6. 5 8 (m, 1 H) . 6. 7 5 (m, 1 H) , 6. 8 5 (tn, 
IH). 7. 18 (d. 3=8. 5Hz, 2H). 7. 34 (m, 1 H) , 

7. 38 (s, IH), 7. 52 (s, 1 H) , 7. 58 (d. J=9. 2Hz, 
2H), 8. 29 (s, IH), 8. 46 (d, J = 4. 9Hz. 1 H) , 

8. 92 (s, IH) 

««^«T«t (FD-MS. m/z) :4 3 0 (M"^) 

N- (4- [(6, 7-->V h^->-4-4-/ 'J^U) >f4^->] - 
N' - (3--hD7x-;U) '■7\y7 (17 0) 

6, 7-->V h + ^-4- (4-7$y7xy + -» ^y>)> (83mg) * 
h;UJL> (6niJ) iz1si»mmttz^. 3--huy^-jl-(yy7^-h 
(3 8 4mg) ^mA.. 4 0^F^JaS&iiSfEL/:o BM^^ uu^^;\.J./7-t h > 
(1 0/1) T-SI8tS->U*'!r>/b:<75A^a-7 h^''7 7^ -liJ:!9ffiSSlL. S 
S®<t^fe^ 4 4 m g, iR^ 3 4 %T-^fco 

^H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 99 (s. 3 H) , 

4. 04 (s. 3H), 6. 43 (d, J=4. 9Hz. IH). 7. 10 (d. 
J=9. 2Hz, .2H), 7. 38 (m. 2 H) , 7. 47 (d. J=8. 6H 
z, 2H) . 7. 5 7 (s, IH) . 7. 8 1 (m, 2H) , 8. 1 9 (s. 1 
H) , 8. 31 (s, IH) . 8. 46 (d, J=4. 9Hz, 1 H) . 8. 5 
9 (s, IH) 

Sfii^ffffl (FD-MS, m/z) :46 0 (M"^) 
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N- {4- [ (6. h^v-4-4-y >)Jl) 7x-;l.} - 

N' -:i-^i-Jl':pU7 (1 7 1) 

6, 7->>V h + v'-4- (4-7 5 + +yU> (5 1mg) ^. 

h;Ux> (5inl) izUafmrnitz^. :f ^'^Jl-r V>77^- h (0. 2m]) 

t:1ja^. 2^Nimmtmifzo ^^^^'oD*y^A/T■t? h> (lo/i) -eg 

mg. JR$4 l%T-^ifco 

^H-NMR (CDClg, 500 MHz) :50. 87 (m. 3H),1. 
2 6~1. 3 0 (m. lOH), 1. 5 3 (m, 2H) , 3. 2 7 (m, 2H) . 
4. 03 (s. 3H). 4. 03 (s. 3H), 5. 04 (m. 1 H) . 6. 4 
4 (d, J=5. 5Hz. IH). 6. 97 (s. 1 H) , 7. 10 (d, J = 
8. 6Hz, 2H). 7. 41 (s, IH), 7. 42 (d, J=8. 6Hz. 
2H) , 7. 55 (s, IH). 8. 46 (d. J=4. 9Hz. 1 H) 

Wma^Vrm (FD-MS, m/z> : 4 5 1 (M"^) 

mmmiQi 

N- (3-7;y7x-;U) -N' - {4- [ (6. 7-yy-h4-->-4-4 
yu;b) t^jy'i 7x-;l/} '^U7 (17 2) 

N- {4- [(6, 7 -i^pf h + ->-4- + y U-'U) :t + >'] 7x-;l/} - 
N' - (3--f-o7xr.;U) '^I'T (2 8mg) 5rN, N - f-;l'4-v;l-A7 
^ K/ftiSi^;l/ (5m 1/2. 5ml) lcS*?L^ 2 0 967KK<b^•7•:;->A- 
^« (9 7mg) ^rjQ^. 7KSIS?fflSlTSSJCT3l^rBHIJ$Lfco SlcSft^-b^ 

SIL^o MET^SiU Sfli©^b^tl=&l 3mg. 1(51^5 1%T»^, 
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■"H-NMR (CDCJg. 5 0 0MHz) -.64. 02 (s. 3H), 
4. 0 3 (s, 3H) , 6. 4 1 (m, 1 H) . 6. 4 1 (d, J =5. 5 Hz. 
IH) . 6. 6 1 (m. IH) . 6. 9 0 (s. 1 H) . 7. 0 5 (m, 1 H) . 
7. 0 9 (d. J =8. 5 Hz. 2H) , 7. 4 0 (s. 1 H) . 7. 4 3 (m. 
IH), 7. 47 (d, J=8. 5Hz. 2H). 7. 55 is, 1 H) . 8. 
03 (s, IH), 8. 44 (d, J=5. 5Hz, IH) 

Hft^tfpffi (FD-MS, m/z) :4 3 0 (M"^) 

1 0 2 

N-TU^U-N' - {4- [(6, l-i^:* t^u] 
7x-;l/} '^7 1/7 (17 3) 

6, h + ->-4- (4-75y7iy + -» +y'J> (50mg) ^ 

N, N-y;ti-)l-t^JlA7 i K (5ml) IC^»L)t^> 7 'J ;l"f 7 xT^- h 
(0. 2ml) $rjDx.. 8 0 "CT 1 5 L /^o SflSffiJCTK^to;!. ft 
ifx5^;l'T2I5]a{ULfcaW*iS5-ia?DA^*T«L. ffi{*«iEil:>- h 'J OAT- 
^etilLfCo iffiT^«5:S±L. «2t«-J'nu.t.;L.A/7-feh> (1 0/1) T 
Slat S •> ij * y;l.;!7 5 A D 7 h 7 ^ - ic J: 0 i^S L> gS® <b^ife* 
6 1mg, iR^9 6%T»fco 

^H-NMR (CDC Ig , 5 0 0MHz) :fi3. 90 (m. 2 H) . 

4. 03 (s, 3H) , 4. 03 (s. 3H) . 5. 12 (d. J = 10. 4H 
z. IH), 5. 23 (d. J=17. 7Hz, 1 H) . 5. 62 (s. IH). 

5. 8 8 (m, IH) , 6. 4 1 (d. J =4. 9 Hz. 1 H) . 7. 0 8 (d. 
J=8. 5. 2H) . 7. 39 (s. 1 H) . 7. 44 (d. J=8. 5Hz. 
2H) . 7. 5 4 (s. IH) . 7. 7 5 (s, IH) , 8. 4 4 (d. J = 
5. 5Hz. IH) 
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SM^Wli (FD-MS, m/z) :3 7 9 (M"^) 
II*6«^J1 0 3 

N- {4- [ (6. 7- v> ')JV) t^'A 7x-jb) - 

N' - (1— t>V7 (17 4) 

6. 7-xy h + ->-4- (4-7i/'7x>' + -» +y g > (50mg) ^ 
hJl-x^ (5ml) lcan?feS^Lfcm. 1 -:;^7^JU'rvi/7:f- h (0. 2m 
1) ^Jnx., 2 O^JPaSnHfeBStLfco SS^J-DD^^bA/T-tr h> (10/1) 

4 Img. iK*5 2%-X:%iZo 

^ H-NMR (DMSO-dg , 5 0 QMHz) :53. 95 (s, 3H). 
3. 95 (s. 3H). 6. 45 (d. J = 5. 5Hz. IH), 7. 21 (d. 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m. 7 
H) , 7. 92-8. 15 (m, 3H). 8. 46 (d. J=4. 9Hz, 1 H) 
, 8. 80 (s, IH) , 9. 20 (s. 1 H) 

KM^Jfftt (FD-MS. m/z) :4 6 5 (M"^) 

HMW 10 4 

N- (2-t:7x--il) -N' - {4- [ (6. 1-=^^ h^>-4-4^y 'J 
>>l/) ;j-^v/] 7x-;l/} ■i'Uy (1 7 5) 

6, 7-v'y h+->-4- (4-75/'7xy + -» (52mg) ^ 

h-zl/Ji^ (5ml) lcjD*!k^»L^^> 2-h'7x.^yH'Vi'7^- h (0. 2 
ml) ^Jra;is 3 0i>KIJD3»ia«ELfce i^2t^^ n n^^lA/T-fe h > (10/ 

te«-5 6mg, iR^6 4 96T'?tfco 
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■^H-NMR (CDC Ig , 5 0 0MHz) : <5 3. 9 7 (s, 3H) . 
4. 04 (s. 3H), 6. 35 (d. J=5. 5Hz, 1 H) . 6. 96 (s, 
IH), 7. 40 (d. J = 9. 2Hz. 2H), 7. 14-7. 39 (m. 
IIH). 7. 54 (s, IH). 7. 89 (b r s, 1 H) . 8. 08 (d, 
J=8. 6Hz, IH), 8. 33 (d, J=5. 5Hz, 1 H) 

HS5JtiT€ (FD-MS. m/z) :49 1 (M^) 

nait^i 0 5 

N- (4-x^;U7x->'U) -N' - (4- [ (6. 1-=^^ Y^v-A-^ 

:t^->3 7x-jt/} 01/7 (18 8) 
6, 7--:^^ h + ->-4- (4-7?y7xy + -» (5 Img) ^ 

h-il-xv (5ml) IztommmLt:'^. 4 -x^'^'l'^ x-;L"f" V i'T*- h 
(0. 2m 1 ) ^JQ^. 9 O^mmmmitz^ ISS^^ nD*;Ui./74? h > 
(1 0/1) i^S!^ti>'y') ti^'JlijyAi^ orr Y^'yy ^ -(cit)1^mU m 
moit^t^i 42mg, iR$56%-P#3to 

H-NMR (CDC Ig , 5 0 OMHz) : 5 1. 1 8 (m, 3H) , 2. 
5 8 (m. 2H) . 3. 9 9 (s, 3H) , 4. 0 2 (s, 3H) . 6. 3 9 
(d, J = 5. 5Hz, IH), 7. 07 (d. J=9. 2Hz, 2 H) . 7. 
11 (d. J =7. 9 Hz. 2H) , 7. 2 5 (d. J = 8. 5 Hz. 2H) , 
7. 40 (s. IH). 7. 42 (d. J = 8. 5Hz. 2H). 7. 55 (s, 
IH) . 7. 6 0 (s, IH) . 7. 8 1 (s, 1 H) , 8. 4 3 (d. J =4. 
9Hz. IH) 
it«:»tfflKFD-MS. m/z) :44 3 (M"*") 
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N-^>y>f;l.-N' - <4- [(6. 7 h^U-A-^J VJl-) 
->] 7x-;b} >!?l'T (18 9) 

6, 7-vyh + ->-4 - (4-75y7xy + -»+yij>(5 2mg)?: 
h^Uxv (5 m 1) {CJntt^/SLfc&s ^^'/'fJl.'f y yj:?.- h (0. 2ml) 
5:Sn;t> 50^mmMJSmitZo ^iE5-^'no*;l.A/7-tr h> (10/1) T 

1 Img. JR*1 5%T-?i/co 
■•■H-NMR (CDClg, 500MHz) : 6 4. 06 (s. 3H), 4. 

07 (s, 3H), 6. 49 (d. J=4. 9Hz. 1 H) , 7. 20 (d. J 
= 9. 2Hz, 2H) , 7. 4 3 (s. IH), 7. 5 4 (m, 2H), T. 5 

8 (s. IH). 7. 65 (m. 1 H) . 7. 71 (d, J=9. 2H2, 2H) 
, 8. 04 (d. J=7. 9Hz, 2H). 8. 50 (d, J=5. 5Hz. 1 
H) . 9. 5 3 (s, 1 H) . 11. 04 (s, 1 H) 

MS^tffffl (FD-MS. m/z) :44 3 (M"^) 

lliKS^Jl0 7 

N-x h:^->;^?jU»'-JU-N' - (4- [(6, 7- h4^->-4-4^yiJ 
Jl) ;j-^->] yjL-M (19 0) 

6, h + i/-4- (4-7iy7iy + » +y'J> (52mg) 

h;tx> (5ml) ICjO»^*?Lfc»s xh + ->*;l'*"x;b^Vv/7^-h 
(0. 2ml) 1 53JHSnl«l««tL^:o gtSS-^'nn:h;l.A/7-feh> 

(1 0/1) TSStSi^'JA-yvb^fj^A^DT h/7 7^-liJ;»3fl|IKU S 
S©^fc^* 2 Omgs iR$2 8%T»fco 

^H-NMR (CDCl,. 500 MHz) :5 1. 37 (t. J = 7. 3H 
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z, 3H) . 4. 1 0 (s. 3H) . 4. 1 7 (s. 3H) , 4. 3 1 (q, J 
= 7. 3Hz, 2H), 6. 70 (d. J=6. IHz. IH). 7. 20 (d, 
J=8. 6H2. 2H). 7. 64 (s. IH), 7. 72 (d, J=9. 2H 
z. 2H) . 8. 12 (s. IH) . 8. 5 0 (d. J =6. 7 Hz, 1 H) . 
1 0. 08 (s, IH) 
Sm^^m (FD-MS, m/z) :411 (M"^) 

Hffif^l 0 8 

N- {4- [(6. 7-->V h4->-4-4^yi)>'b) :t4^->] y^^-M - 

- (2-y^;i-7x-;b) "^uy (56) 
6. 7-i^> h + ->-4- (4-T$ y^x^^-^) (Slmg) 
h;l'X> (5ml) icJjn^^lSLfc^. 2-yf-;U7i->'U'rv->74^- h 
(0. 2ml)5-jD;i, 1 5^PBm^S«Lfco SS^^' aD:i^;l.A/7-b h > 
(1 0/1) T-Sg§-ts:/'J*y;b*7Ai'n^hy7 7-f-icJ;f)i^S!U * 
P®^b^^6 1ing, JR*8 2%-??J|y:c 

^ H-NMR (CDC I3 , 5 0 OMHz) : 6 2. 2 0 (s, 3H) . 4. 
00 (s. 3H), 4. 03 (s, 3H). 4. 31 (q. J = 7. 3Hz. 
2H). 6. 40 (d, J = 5. 5Hz. 1 H) . 7. 0 5-7. 20 (m, 6 
H) , 7. 3 9 (s. IH) . 7. 4 2 (d, J = 8. 5 Hz, 2H) . 7. 5 
5 (s. IH). 7. 60 (d, J = 7. 9Hz, 2H). 7. 80 (s, 1 H) 
. 8. 45 (d. J=5. 5Hz, 1 H) 
S«^ffffi(FD-MS. m/z) :42 9 (M"^) 
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1 1 0 

10 9 

N- {4- [ (6, 7->>'> 'JJl) t^'y] 7^-;!.) - 

N' - (3-/i-)lyjL-Jl') -^uy (5 5) 

6. T-i^jf h + ->-4- (4 -7 i y7iy + -» +y U> (5 Img) 
h;bx> (5ml) (zmi^T^mUz^. 3-;'^;l/7x:Ly|/.l-V>7*- h 
(0. 2ml)^&Jn;is 1 5^}F^M«iigEL)to SS^i' DD;^;^A/7•fe h > 
(1 0/1) T-gg§tSv"j7!7y;U7(?7Ai'D-7h^''57>f-tCj;t)flS!L^ g 
MO^fc^^ 4 1 m g . 5 6 %T^ifco 

■^H-NMR(CDClg, 500MHz) :fi2. 32 (s. 3H), 
4. 02 (s. 3H). 4. 04 (s, 3H). 6. 43 (d. J=5. 5H2. 
IH) . 6. 9 3 (d. J =7. 3 Hz, 1 H) . 7. 1 0~7. 2 2 (m, 6 
H) , 7. 41 (s, IH) . 7. 4 4-7. 4 7 (m. 3H) , 7. 56 (s. 
IH) , 8. 46 (d. J =5. 5Hz, 1 H) 
Sfi^^ffit (FD-MS. m/z) :42 9 (M"*") 

mmmi 1 0 

N- (2-7;U:tD7a.-.>l-) -N^ - {4- [ (6, l-'J^ h^-/-4- 
^y'J;V) 7x-;b} ■;7U7 (6 0) 

6, 7--:^^ h + ->-4- (4-7 5 y7iy + i/) +y 'J > (5 Img) 

(Sml) (r^O|Ki^»L^«^ 2-7^;j-n7x^7l.^Vi/7^-h 
(0. 2ml)?-jD^, 1 5iJPBl3nfBi)S«ELfco E2«-^oD;^;UA/7-th> 
(1 0/1) T-Silt5->U*y>'l':^5A^D?h/77^-lcJ:|?»§SLx S 
moit^i: 5 4 m g s iR^ 7 3 %T»fco 

■^H-NMR (CDC Ig . 5 OOMHz) : d 4. 0 1 (s. 3 H) . 
4. 04 (s, 3H). 6. 44 (d, J=5. 5Hz. 1 H) . 6. 97- 
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7. 0 4 (m, 2H) . 7. 10-7. 1 2 (m. 3 H) . 7. 4 2 (s. IH) 
, 7. 49 (d. J=9. 2Hz, 2H) . 7. 57 (s. 1 H) . 7. 73 
(s. IH). 8. 17 (m, IH), 8. 35 (s, 1 H) , 8. 48 (d, 
J=5. 5Hz, IH) 
e«^«fii (FD-MS. m/z) :4 3 3 

^«6^J1 1 1 

N- {4- C (6. h^iy-4-^y")JU) ^^y^l 7x-;U} - 

N' -Zfa ifJl'yUT (1 9 4) 
6, 7-i^y h + ->-4- (4-7;y7iy + -» +y'J> (5 4mg) ^ 

-h (0. 2ml) ^Jta^. 80X;T24B$K!ttI»«i*L/Co RJ6ftlw*?&aD^. 
i^iSx5^jUT2IoI}illdJLfc&^8t)i^fiSln«^*T-Z!fe^L. MTKeSK^ h >J A 
T?£*ILfCo mEjm^miU |g2^^oD+.;l.A/7-feh> (10/1) 
-CSgIt S •> ij * >r';b* 7 A 5- D T h i''^ 7 -f - J: O L, ^MOit^^ 
5 9mg. iR*8 4%-e^;to 

H-NMR (CDC Ij , 5 0 OMHz) : d 0. 9 3 (m, 3H) , 
1. 55 (m. 2H). 3. 24 (m, 2H). 4. 02 is, 3H), 
4. 02 (s. 3H), 5. 47 (t. J = 5. 5Hz, 1 H) . 6. 41 (d. 
J=4. 9Hz. IH). 7. 08 (d, J=8. 5Hz, 2H). 7. 39 
(s. IH). 7. 43 (d. J=9. 2Hz, 2H), 7. 55 (s. 1 H) . 
7. 60 (brs. IH). 8. 44 (d. J = 5. 5Hz. 1 H) 
(FD-MS. m/z) :38 1 (M"^) 



wo 97/17329 



112 



PCT/JP9t/03229 



mmm i i 2 

N- <4- [(6. l-'y/V^'^-A-^J'})V) 7x-;U} - 

N' - i4-y jj-jytul^'-jiyj^s^jl) ■j/i/T (19 5) 

6. 7 -'J/ ^ + ^^-4- (4 -7i y 7x/ + » ^yj > (5 4mg) =£• 
h^bxv (5ml) l^lSSLs h<}ytX¥y (5 3mg) ^tlD^^ 2 0Hima 
$mmitio jSfS/ffilc4-7i y"<>'/7x/ > (8 5mg) ita^. 1 IBfP^SD 

<K^-S±L. S45:^'an-+;Ui»/7-lr h> (1 0/1) TgggtS ■> U ;!7'!rJU 

^H-NMR (CDC Ig , 5 0 0MH2) :64. 01 (s, 3 H) . 

4. 04 is, 3H), 6. 44 (d. J=4. GHz. IH). 7. 12 (d. 
J=9. 2Hz. 2H) . 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12H). 8. 14 (s, IH). 8. 30 is. 1 H) . 8. 47 (d. J = 

5. 5Hz. IH) 

®fi5Jtfr€ (FD-MS, m/z) :519 (M^) 

nmm i i 3 

N-^^^y/jU-N' - (4- [(6. l-'J* V^v-A-^J 
0V7 (19 6) 

6. 1-=J>^ h + ->-4- (4-7i y7x>' + -» +y ') > (5 2m g) ^ 
N. N-v;;'^;l'7*>'l'A7 ; K (3ml) (ciF«?Ly:*> v'-'K V •>7^ 
-h (0. 2ml)5:l)Dx., 6 OlCTl S^HSolftaHtLfco SJt;ftl::7K?:SD;i> 

i^^^J:f■;^T'2lHl^Il^tbLy:'*««{l^:laft^7lc■c^5fe*L^ fSTKBSif:*- \^^)t?L. 
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T^mitz, «ET^«E^-e±L, miti^oot^jlM./7izh> (1 0/1) 

6 3mg, m8 4%X''^fZo 
^H-NMR (CDC I3 . 5 0 0MHz) : 50. 8 5 (m, 3H) , 

1. 25~1. 47 (m. 6H), 1. 50 (m, 2 H) , 3. 26 (q. d = 
6. 7Hz, 2H). 4. 02 (s. 3 H) , 4. 02 (s. 3H), 5. 68 
(brs. IH), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 07 (d. J 

= 9. 2Hz, 2H). 7. 39 (s, 1 H) , 7. 44 (d. J=9. 2Hz, 
2H). 7. 55 (s. IH), 7, 94 (s, 1 H) . 8. 43 (d. J=4. 
9Hz, IH) 
H«:»«fffl (FD-MS, m/z) :4 2 3 (M"*") 

mmmi i 4 

N- (5-^>j^-;l.) -N' - {4- [ (6. 7-yy h^->-4-^y U 
7U) ^f^^^'] ^l/J (19 7) 

6. 7-v'"jf h + >-4- (4-7i y7iy + -» +y'J > (5 Img) J£ 
hJl/X> (5ml) izrnmU f-ij7+^y> (54mg) ^&aD;l, 1 2:»r5JD 
fiSiSLfco 5J£;jS[lc4-7$/''r>^^> (3 6ing) ^3lD;i. 3 6i}P^tlDlfe« 

mitzc m^mmwtTKmi- h ^) i^mrnma^. ftsx5^>'i'T-2[5iaajL/c 

S4L^ g|S«:i'DD,1;;l/A/7-»r h> (10/1) TSBatS v U 
Ai'D^hir^^^-l-j^ijfiljaL. ^O^t^^il 3mg. 6%T''fl 

■"■H-NMR (CDC Ig , 50 0MHz) : 5 2. 0 4 (m, 2H) . 

2. 82~2. 86 (m. 4H). 4. 01 (s. 3 H) , 4. 03 (s. 3H) 
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, 6. 40 (d. J=5. 5H2. IH) . 7. 03 (m, 1 H) , 7. 08 
(d. J=8. 5Hz. 2H) , 7. 13 (m, 1 H) , 7. 32 (s, IH), 

7. 40-7. 57 (m. 6H). 8. 44 (d. J=4. 9H2. 1 H) 
««3JtffM (FD-MS. m/z) :4 5 5 (M"*") 

mmi 1 5 

N- (3. Y^vVx-)l) -W - {4- [ (6. 7-^^ h4^-> 

-4-4^y 'J;!/) 7x-;L-} t^U-y (19 8) 

3. 4-v^y K + i/T^'J> (4 2mg) (5ml) IC^«L. h 

(2 4mg) ^&Jd^. 2 2^P^I^3KLfc<, 5lC«lc6. 7--:^;t 
h + ->-4- (4-7J y 7i>' + -» +y U > (5 Img) (5 2mg) ^Jn 

L3to jgffiT^i«*a±U S«^^'uD.+.;l.i>/T-bh> (10/1) T-ggfl 

Bs C^l Z%T'%fz. 

^H-NMR (CDClg. 500MH2) :fi3. 84 (s, 3H), 
3. 85 (s, 3H) , 4. 01 (s, 3H) , 4. 04 (s. 3H) , 

6. 43 (d. J=4. 9Hz, IH). 6. 7 5-6. 80 (m. 2H). 

7. 10 (d, J = 9. 2Hz. 2H). 7. 16 (s. 1 H) . 7. 38 (s. 
IH). 7. 41 (s, IH). 7. 45 (d. J=8. 5H2, 2H) . 7. 
56 (s, IH). 7. 59 (s. 1 H) . 8. 46 (d. J=4. 9H2. 1 
H) 

SfiiJSfffi (FD-MS. m/z) :4 7 5 (M"*") 
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mmmi i 6 

N- (3, 4-xf-b>x;^^-/7x-;l/) -N' - {4- [ (6. 7~'J/ 
\.ir'y-4-df.y \)JI) f?U7 (19 9) 

3, 4 -xf-i/ ->7- 'J > (8 0mg) ^hJix-'y (Sml) icjglg 
U h iJxf-;|.7 5 > (0. Sml) «-SDAfc&h'J*7.y> (5 0mg) ?:JlD 
l^PBlSDlSiiSffiLfco SJC?g[1^6, 7-i?yh + y-4- (4-75>'7* 

> (5 2mg) ^-iin^i, i o o^Fam«i)l*£Lfco ,Rsmiz^M 

r-m L> «7kStK:^ h 'J -^^ AT-|£JgLfco iSET^<«5-S4 L. SS^ n d 
-t^;bX./7-b h> (10/1) T-gMtS>");^y;l/*7Ai'nv h/^^-f- 
^H-NMR (DMSO-dg . 5 0 0MHz) : 53. 94 (s, 3 H) . 

3. 94 (s, 3H), 4. 19-4. 21 (m. 4H), 6. 43 (d, J = 

4. 9 Hz. IH) , 6. 7 4-6. 7 8 (m. 2H) , 7. 0 9 (s. 1 H) , 
7. 17 (d. J = 9. 2 Hz. 2H) . 7. 3 7 (s. IH) , 7. 5 1 (s, 
IH) . 7. 5 6 (d. J = 8. 5 Hz. 2 H) . 8. 4 5 (d. J =4. 9H 
2, IH), 8. 47 (s, IH), 8. 69 (s. 1 H) 

«^tfr<i (FD-MS. m/z) :4 7 3 (M"*") 

llte«»Jl 1 7 

N-yf-;l/-N- (4- [ (6, 7-ypt ^4..>-4-^y ij;u) :^4^i^] 7 
x-JU} -N' - (4-;' h^->7x-;U) ^1/7 (2 0 0) 
j*3!KW» (0. 2 7ml) (0. 13ml)«-JD^> 6 0'CT2efP5ilD 

+.>_4_ (4-7J y7xy + i/) +y'j> (3 0 3mg) '^MA.. muizz 
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ET^!«*S*Ls S*5-5'D D4t;bX./7-t h> (1 0/1) T-ggai-^ ij 
*y;L'*7Ai'ov h5'*77^ -iciDHiaL. 6. 7-i>V h + ->-4- (4 

z.©6. 7 -^y h + i/-4- (4-*;i'5 ^1-7 J y 7 i y + +y y > 
(3 17mg) =S:Th^th'uyv> (9ml) l;?§S¥L. 7)<f!l{b7-'l- i ^-^ A 

uf^'i'A (1 8 img) ^jnx.. mf&Kxzmfumuzc Ri&mtzmit7>^ 
•feh> (10/1) T-jg5gt4>"j*'y'-'i'*7A^7D-7 ^^57^ -iiitjus 

U 6, 7--::?/ h + >'-4- (4-yf-^U7i/'7iy + -» +>"J>^2 3 

^®6. 7-->V h + ->-4- (4-yf->'l'7? y 7i>' + i/) +y 'J > (4 
9mg) 5r^;Ux> (5ml) Iztaimf^Lfz'^. 4-^ I-+ i/7 xX^UY 7 •> 

7*-h (0. 2ml) ^ija^. 1 2^rsi!ammifzo ^muut^Hl./ 
7-kY> (1 0/1) Z'mMtZ'y')iJ¥}li7y^^o-7 y^yy^ 
SS©'fb^!Bj«-4 7mg> iR^5 l%T'»/:o 
^H-NMR (CDClg. 5 0 0MHz) :53. 38 (s. 3H), 
3. 77 (s. 3H). 4. 05 (s. 3H), 4. 06 (s. 3H). 

6. 1 4 (b r s. IH) . 6. 5 9 (d. J = 5. 5 Hz. 1 H) . 6. 8 2 
(d. J = 9. 2Hz, 2H) . 7. 21 (d, J=9. 2Hz. 2 H) . 

7. 29 (d. J=9. 2Hz. 2H) , 7. 44 (d. J = 8. 6Hz, 2H) 
, 7. 45 (s. IH). 7. 52 (s. 1 H) . 8. 55 (d. J = 5. 5H 
z. IH) 
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lt«:»#fffi (FD-MS, m/z) :4 5 9 (M"^) 

N-y5";U-N-7x-;U-N' - {4- [(6. h + ->-4-4y 

>)Jl') t^vl yj.-M (2 01) 

6, 7--:?y h + ->-4- (4-TSy7xy+-» +y'J> C72mg) ^ 
h^Ux> (7inl) ICiiSL, h'J=^7.^r-> (5 2mg) ^jD;i, S^rajQjBlji 
JELTto mm-:.^-i9)V7-'^)-^ (0. OSml) l^F^SDlfe«25i 

±L. Sat^^'DD*;;bA/T-b h> (10/1) TSgStS 'J A'b'.'b*^ A 
i'Dvh^'*77>f-lci(3ltS!!L, gS®{t^©l5r4 8mg. JR^4 6%-e?#/:o 

^H-NMR (CDC Ig , 5 0 0MHz) : 5 3. 37 (s. 3H) . 
4. 04 (s. 3H). 4. 04 (s. 3H) . 6. 32 (b r s. 1 H) . 
6. 41 (d. J=4. 9Hz. IH). 7. 07 (d, J=9. 2Hz. 2H) 
. 7. 37~7. 53 (m, 8H) . 7. 54 (s, 1 H) , 8. 45 (d. J 
= 5. 5Hz, IH) 

3lfii)«T«l (FD-MS. m/z) :4 2 9 (M^) 

HJfe^'Jl 1 9 

N-^f-;i/-N- U-i-Y^'y-J 3.-)V) -W -yf-;U-N' - (4- 
[(6. 7-v?-/ h4^->-4-4^y UJl) 7x-Jl/) »U7 (2 0 2) 

N- (4-^ h + ->7x^;l') -N' - {4- [ (6, h + .>-4- 

+ yU;l') 7xr.;H >>U7 (99mg) «-N, N- v^^ ^;h;UA7 

5 K (3ml) t;:^IBL. *JII{b:>- h U -^A (4 2mg) «-m> Sg|CT2 0 
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^F^«i$ L fcm 3 't'<b> f^^U ( 0 . 0 3 m 1) ^JD^, lilzgfgT 1 l^r^8l?$ LfZc 

S?ri'DD;e;JbA/7-t h> (1 0/1) T'MiatS > 'J ?!7'!r;l';:7-7 A^' □ V h 

^H-NMR (CDClg , 5 0 0MHz) : 5 3. 23 (s, 3 H) . 

3. 24 (s. 3H). 3. 75 (s. 3H) , 4. 05 (s, 3 H) . 

4. 06 (s, 3H), 6. 27 (d. J=5. 5Hz. 1 H) . 6. 69 (d. 
J=8. 5Hz. 2H). 6. 81 (d. J=9. 2H2. 2 H) . 6. 89 
(d, J=9. 2H2. 2H) , 6. 91 (d, J=9. 2Hz, 2H), 7. 
42 (s, IH), 7. 51 (s, IH), 8. 53 (d, J=4. 9H2. 1 
H) 

K«5>tff|t (FD-MS. m/z) :4 7 3 (M"^) 

12 0 m^m') 

3. 4-y7D07x-;l/4-;' h4^->7x-Jl/» h> 

rt:|R£?.0-ha;'^> (1 0ml) tp^ mMSj07-V-Jl (1. 08 1 g) 
timS,(D3, 4-v??DD^></-i';U^'D'J K (2. 09 5 g) <!:rfJilD°D®>i' 
'yT-yUf-^AdlD h 'J7;U:tD;<i'>x;L'*;^- h (62 0mg) ^:Jn;t> 

^I'^l^SftTKeEKv •> L, affTSttSi LT^ifci^ffi^-^+IJ- 
Sffi® ^b^fe* 270mg^iR$10 %T'^fco 

^H-NMR (CDC I3 . 5 0 0MHz) : 5 3. 9 0 (s. 3H) . 
6. 98 (d. J = 9. 2Hz. 2H), 7. 56 (s. 1 H) , 7. 58 (d. 
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J = l. 8H2. IH), 7. 79 (d. J=9. 2Hz. 2H). 7. 84 
(d. J = l. 8Hz. IH) 

MS^tfrffi (FD-MS, m/z) :28 0 (M"^). 2 8 2 (M^ + 2) 

^ife^J12l imW) 

3, 4-'J^avy 4-b Kp4^->7x-;b *rh'y 

HJfe^Jl 2 0T-^|fc3, 4-vf^'OD7i^-'l' 4-yh + v7i^;L' 

> (2 3 5mg) ^'Ji>aa/^> (2ml) IcjglBLs tK^^TI. OM+Cd> 

hvyui h'-i^^au/$'>m (7ml) iua^. m&'P2i!kmwuM 

^ife«-l 7 3mg. JR*7 7%T^fco 

^H-NMR (DMSO-dg, 5 0 0MHz) :66. 91 (d, J = 
8. 5Hz. 2H). 7. 62 (dd. J = l. 8. 8. 6Hz. IH), 
7. 68 (d. J=8. 5Hz, 2H), 7. 80 (d. J=7. 9Hz, 1 H) 
. 7. 85 (d, J=l. 8H2, IH). 10. 55 (s, 1 H) 

(FD-MS. m/z) : 26 6 (M^) . 2 6 8 (M''"+2) 

HJfe^lJl 2 2 

{4- [(6. 7-yj' h^->-4 -^yj JU) ;j-^->] 7x-;l/} (3. 4 
-v^j>Dn7x-;L/) (17 7) 

T^UfvaffiT. Hffii^l 2 l-e?§fc3. 4-•:?^'uD7x^;^ 4-bKD 
+ v/7xJi;L' (154mg) i 4 - i?/ ^Vl'T 5 ^ f ') (77mg) 

^r+S/l/V (5ml) *-^Angfi*JW$Lfco 3Nffa«4-^'nD-6. 7- 
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'Ji* h + U > (1 2 9mg) *^|^;t^ 2 lB#Ht)n»aJSLjte SiCS^^ 

7-feh> (2/1) T-ggatSSB-^'My-'l'i'Dv -iiJ;OflS!Ls 
SfiO^b^ft^ 8 1 m g . iR^ 3 1 %T#fco 

^H-NMR (CDClg, 500MHz) :<54. 03 Cs. 3H), 
4. 0 7 (s. 3H) , 6. 6 8 (d. J = 5. 5 Hz, 1 H) , 7. 2 8 (d, 
J = 8. 5 Hz. 2H) . 7. 4 6 (s. IH) ,, 7. 4 7 (s. 1 H) , 
7. 60 (d. J = 8. 5Hz, 1 H) . 7. 66 (dd, J = l. 8, 8. 6 
Hz. IH), 7. 90 (d, J=9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, IH). 8. 60 (d. J=4. 9Hz. 1 H) 

SS^Jtfftt (FD-MS, m/z) : 4 5 3 (W^) ,4 5 5 (M'^ + 2) 

Wm\2Z (#%{»J) 
4- (4-fc Ko4-->^>V^->l/) ^>v'-h'jyl/ 
ll*fe«^2 2T-{|/:4- h';-n-7'5^;l/f->-l-> h + v^ f-;l/7xy 
(1. 2 8'2g) irUigS©4-->7>"<>y'f;U^DiJ K (4 9 7mg) 
UD;};;l.A (5ml) lcji[ft?L^ TU|gS,©t'X ( h 'J 7i^>'l/t^X7-f » 
i^'i'A (II) i'DiJ K (8mg) ?rAtl> 1 H^FBTOSftjiffiL/io SJCfi^^^- 

■^AT-sEiiLy^,, asr^'mm^'m-t-jm. (8 5 9mg) ^xh^t kd77 

> (2ml) * (5ml) i 6 NlgiS*®^ (1 2ml) ^rJjj^T 
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^H-NMR (DMSO-dg , 5 0 0MHz) : (56. 91 (d. J = 
,9. 2Hz. 2H). 7. 67 (d, J=8. 5Hz. 2 H) , 7. 80 (d. 
J = 7. 9Hz, 2H), 8. 01 (d. J=8. 6Hz. 2H) . 10. 57 
(s. IH) 

«fi5Jtff<t (FD-MS. m/z) :22 3 (M"*") 
lli6^J12 4 

4- {4- [(6, 1-'J/Y^'y-A-^J'))V) t^'y'^ <>^/'<)\A < 
((178) 

T>'Ud->avitT. Hffifi^Jl 2 3T^|/;4- (4 - t Kn + i/O"/^;!.) /<> 
y^hij^U (2 3 0mB) i4--:^^^Jl'7i>' f'J (138mg) 
b> (5ml) il3-^AtlSS*a^Lfco mmiA-^X3U-&, l-'J/ Y 

(2 3 0mg) ita^. zmmmmiLtz^ Ki&m^^m^ 

h 'J •> AtKS/K i ^' n u *;L' A-C'r&ii^, ^' d u -t>;b Ali^jft^KSSi? 

m.. wiz^unt^)\,i./fm^=f-j\^ (5/1) X'mmzmm'y')i}¥)ii'n 

vhi'*57^-lci!3*|il!U gfi©^b^^*l 9 9ing. iR$4 7%T"^|fco 

^H-NMR (CDC Ig . 5 0 0MHz) : 54. 03 (s. 3H) . 
4. 06 (s. 3H). 6. 68 (d. J = 5. 5Hz. 1 H) , 7. 29 (d, 
J=8. 5Hz, 2H) , 7. 45 (s, 1 H) . 7. 46 (s, 1 H) , 
7. 82 (d. J=7. 9Hz. 2H) . 7. 90 (d, J=8. 6Hz. 2H) 
. 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J=5. SHz. 1 
H) 
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Jffi^tlfffl (FD-MS, m/z) : 4 1 0 (M"^) 

rfilSa®^ hD;( ^' > (1 Om 1) mBSD°©7^7-;b (1. 0 8 1 g) 
imiSS.®2-;'f-;l-'<>>/^;U^D«; K (1. 5 4 6 g) imiS^So^- -vt-;!. 
k'-^AQII) h >; 7;l.;J-Dy i'>x;l'*;f- h (6 2 0mg) ^•JD;t^ 6 Otilc 

^^^1. 6 7 9 g> iR$7 4%T^|y::o 

(FD-MS. m/z) :22 6 (M"*") 

^JS«»IJ12 6 (#3|-{fiJ) 

4 - I:: Kd^->7x-;1/ 2 f->>b7x.r.;l/ »h> 
^JteWl 2 5T?§fc4-p' h + ->7xj::-;l/ 2 - ^ f-.'l'7 x^;l/ 'rh>(l. 
66 Og) «-^nn*;l.A (1 0ml) ic^SPLx *?#T1. 0M*'u>b'j7' 
oi K-•>•^D^y:^'>^§ft (2 9ml) ^JDDX. Sfi+atJ^Ly^o ll!fe^K»» 
OM*D> h u:^n $ \^'-P^vvjt i>yi^if^ (15ml) S 
a4'2lS!;atjf Lfc^RicSS^te^lUS^l 2 1 i l^^iO^r ST'MS U SfiO-ft 
^%*1. 5 01gs iR?59 6%Tlifce 
^H-NMR (CDCI3. 500MHz) :(52. 30 (s. 3H) . 

6. 87 (d. J=8. 5H2. 2H). 7. 22-7. 29 (m. 3H), 

7. 37 (td, J = l. 2. 7. 3Hz, 1 H) . 7. 73 (d. J = 8. 5 
Hz. 2H) 

fiJi^ffffi (FD-MS. m/z) :212 (M"^) 
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mmmi 2 7 

{4- [(6. K^->-4-^yiJ;t-) :*-^->] (2-y 

f-;l/7x-;b) (18 0) 

y>>(l. 3 34 g) t4->*Vf-;l'7J/'f'J->"> (8 4 5mg) 
(1 5ml) cfi'sAn^S*lIif Lfco lBtPHT#4-i'OD-6. 7 
h + ->+y ')>(!. 4 0 6 g) *iD^> 2 3B#Pa^to?N^ililtL/Co 

>/ftlex5^>'l'T-S§lO^J' n D;h;l-A-eg§§t 5 ■> ') o -r h ^--5 -7 

i'a^hir^y^-iz^ionni. SHffl^k^fe^l. 2 5 8 g, JR$5 0%T- 

■^H-NMR (CDClg. 500MHz) -.6 2. 37 (s. 3H). 
4. 02 (s. 3H), 4. 06 (s, 3H). 6. 65 (d. J=4. 9Hz. 
IH). 7. 23 (d. J=8. 6H2. 2H), 7. 2 5-7. 3 5 (m. 
3H) , 7. 3 9-7. 4 2 (m, IH) . 7. 4 5 (s, 1 H) , 7. 4 6 
(s, IH). 7. 91 (d. J=8. 5Hz. 2H). 8. 57 (d, J=5. 
5H2, IH) 
Kfi^tlfffi (FD-MS, m/z) : 3 9 9 (M^) 

llffi^Jl2 8 

{3- [(6. 7-'J:f \-^iy-4-^J yt^iy:\ 7x-;i/} yj,-jl/ 
> (1 8 1) 

4-^00-6. 7--:;'^ h + -/+y ij > (1 1 2mg) irfiKSOS- t K 
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n+->'<>y7x/> (2 9 7mg) iM^U 1 7 OV'Pl 0^rmWlt:'ik. 

Kim^m^^^^>/T-^v'y (2/1) X'Mm-^mm'y^)tiff)\^^u^v 

^H-NMR (CDClg, 90Mz) : 6 A. 04 (s, 3H). 4. 05 
(s. 3H). 6. 53 (d, J=5. 3Hz. IH), 7. 34~7. 88 
(m, IIH), 8. 53 (d. J=5. 3Hz, 1 H) 

Kfi^^Wffi (FD-MS, m/z) :385 (M"^) 

IIJte««112 9 

2-yu-(]\. 4-fc Ko+->7x-.il/ -!rh> 

^^2 2Tj|yr4- h ')-n-y^}\^^>- 1 -y h + i'y^^b^xy-;!. 
(1. 28 2 g) ttnmSi(D2-yn^jl,^u^) K (3 9 2nig) ^^uu^.}l 
A (5ml) lw»)gu rfilSfaOfx (h 'J 7 x ;c 7 ^ » /N'^i^-^A 
(II) i'DiJ K (8mg) ihti. 1 mFBl«StL/:o 5;til^«!l5-|liS<?!l 2 3 

i mk(o-hmx'i^mtz>9\^ »? i§ * x- x ^pji^^^sggE v ^-'^^ •> >5 a r-isii 

L^o «ETi§j«e±^»y-c|^ai (6 6 2mg) ^xh7t Kd77> (2ml) 
* ( 5 m 1 ) i 6 N:^i!?7K«j« (12ml) ^rSO^T 3 ^ElSniljS 
MLfco K^m.^i^imm\l 2 'i <!:^tSI©:;^STiagL. «M©{fc^«-2 1 
8m g, iR*3 9%T{|^:o 

■"^H-NMR (DMSO-dg , 500 MHz) :56. 76 (dd. J = 
1. 2. 3. IHz. IH). 6. 91 (d. J=8. 5Hz. 2 H) . 
7. 33 (d. J = 3. IHz. IH). 7. 87 (d. J=8. 5Hz, 2 H) 
. 8. 06 (d. J = l. 2Hz, IH), 10. 39 (s. 1 H) 

KfiiJtlfffi (FD-MS. m/z) :188 (M"^) 
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mt&m 1 3 0 

2-7D-<;l/- {4- [(6, h4^'-4-^y"JjU) ?m^->] 7x 

-M y j^y > (18 2) 

7Jl=r'y%MT. mmmi2 9X'niz2-yo^Jl 4-t Kn + i/7x^;l. 

y (2 0 5mg) tA-'J/i-Jl7l y t°') -x-^ (1 4 6rag) ^-^-zl/ 
> (5ml) 4''^AtlSS«a?PLfco ll^rBl^4 - ^' o 6. 7->Vh + 

•>+y V > (2 4 4ing) iUDA.. 2 o^rsiM^smuzo ^s&M^im^m 
^-DD^^uA/i^Kx^^u (5/1) TSi3-r-5Si->u>'jy>'i'^'Dv h^-- 

7 7^-(iit)iRS»U Sffi©^t^fe<&19 2mg. iR$4 7%Tllfco 

^H-NMR (CDC Ig . 5 0 0MHz) :(5 4. 0 3 (s. 3 H) . 
4. 07 (s. 3H), 6. 63 (d d. J = l. 8. 3. 7Hz, 1 H) . 
6. 65 (d, J = 5. 5Hz. 1 H) , 7. 28 (d. J = 8. 5Hz. 2 H) 
' . 7. 3 2 (d. J = 3. 7 Hz, 1 H) , 7. 4 7 (s. 1 H) , 7. 4 8 
(s, IH). 7. 73 (d, J = l. 8Hz, 1 H) . 8. 14 (d, J = 
9. 2Hz, 2H). 8. 58 (d, J=5. 5Hz. 1 H) 
^MiH^m (FD-MS. m/z) : 37 5 (M"*") 

^^131 m^m) 

4-;< h^->7x-;l/ 3-y^->l7x-;U -trhv 
rtiKB°D®-hoy (5inl) mi«5&®7- V-^b (54 1mg) irp 
mS><0 3-:/tf-)K-yV^Jl'ifa^) K (7 7 3mg) imHRSOX* > i^^? 
(Ill) h'J 7 ;l/*njf h (49mg) «-lD^> eOtlirTl*^ 
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5m itX$5 6%t??ifco 
Kfi»*f« (FD-MS. m/z) :22 6 CM"^) 

m&mi^2 (mm) 

4 -b KD#->7x-jl/ 3-yf-Jl/7j:-.'U »h> 
*tefl»Jl 3 l-e?|fc4-y h+-/7x^;i/ z-ji^jiy 
(6 03ing) 'Sri^^uu/fr:, (3ni 1) IC^I^L. *?#T1. OM*'d> h 
yyu5 ^'^^jSE (1 1ml) ^ta^. Sjg*«ffLfco 22^ 

N\^s.jt:m^t:mm^ii2 1 iipi<«®:5ST-iasL> *ji®^b^®5-3 1 em 

H-NMR (DMSO-dg , 5 00MHz) -.62. 3 8 (s, 3 H) , 

6. 89 (d. J=8. 6H2, 2H), 7. 37~7. 47 (m, 4H), 

7. 65 (d. J=8. 6Hz. 2H), 10. 42 (s. 1 H) 
Sfi^Jtfrll (FD-MS, m/z) :212 (M"*") 

HtfeplJ 13 3 

{4- [(6. 7-->V h4-y-4-4-yU;l/) :j-4^->] 7x-;l/} (3-;< 
^;U7x-;t.) y j>y > (18 3) 
7)ld>miT. IIJ(lt»Jl 3 2T"^y:4-t Ko+->7x^;l' 3-y^;l'7 
'V^>(307mg) i 4 - v^/ 5^;U7 ; 7 f) (1 9 4mg) 
+ (5ml) 4''vAtiSfi*«j$Lfco mP5St4 7-i^ 
/ h + iz+y U > (3 2 4mg) «rftli> 2 3^P5JnJfejB«El-Jto RlGii^^S. 
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^H-NMR (CDC Ig, 500 MHz) -.5 2. A A (s, 3H), 
4. 03 (s. 3H). 4. 06 (s. 3H) . 6. 66 (d. J=4. 9Hz. 
IH). 7. 27 (d. J=8. 6H2. 2H). 7. 38 (t, J = 7. 3H 
z. IH). 7. 41 (d. J = 7. 3Hz. 1 H) . 7. 46 (s, 1 H) , 

7. 49 (s, IH), 7. 59 (d, J = 7. 3Hz, IH), 7. 64 (s. 
IH), 7. 93 (d, J=8. 6Hz, 2H) , 8. 57 (d. J = 5. 5H 
z, IH) 

Wa^tJftt (FD-MS. m/z) :39 9 (M"^) 
Ilifefi»ll3 4 

4 -t: Kd^>/7 4-— Ko^j:— >>U >y h > 

^ffi«a]2 2T-{#fc4- h ')-n-7'^;l'f->-l h^^-^y f^;U7xy-;l/ 
(1. 2 82 g) ir1iS5n°pffl4-^hD'<>>/-Y;l.i'D') K (5 5 7mg) 
DD4-x;UA (5ml) (c^PU miSD^aOfX (h «j7x^;l/*7.7^ » ><=7 
=Jt>U (II) J-D u K (Smg) *Ati, 2 3^HJa«ijSiftLfco KZ^h^^ 

-^-i-T-teii Lfco «ETSj«®*^?lfcSai ( 1 . 0 4 7 g) *x h 7 h Kd 7 
5> (4ml) {crg»$^. 7k (5ml) i6N:gif7k^*« (15ml) =SrtlDX 

TiBtftiiftjaffiLfco sjcis^«:iiJ6Wi 2 3 tnm.(Di5m^vmL. sio 

-fb^^rSgSmg^ iR$5 5%T'f#fco 

■'^H-NMR (DMSO-dg . 5 0 OMHz) : ff 6. 9 2 (d, J = 

8. 6Hz, 2H) , 7. 6 9 (d. J =8. 6 Hz. 2H) . 7. 8 9 (d. 
J=8. 5Hz. 2H). 8. 36 (d. J=8. 5Hz. 2H) , 10. 62 
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(s, IH) 

Kfi^tlfffl (FD-MS. m/z) :24 3 (M^) 

mmmi 3 5 

(4- [ (6. 7-->V h + ->-4-^y'J;b) t+y] 7j.-M (4-- 
hD-7x-Jl/) j>y > (18 4) 

7;^3•>g^^5T^ ^lif>Jl 3 4T-}|^:4-t KD+>7x^;b 4-j::.hD7 
iji;!. -ir h> (3 7 Omg) t4-'J/i-Jl7 IJ f) y> (2 0 4nig) ^ 
+ ->l/> (5ml) 43'\A*imjgttiftl$L/;o 1 iefFa^4 d □ - 6. 
^ h + i/4^y U > (3 4 Omg) 2 3^rBm»ilJiELfco SJCS^^&i 

^JfeflSJl 3 0 i|H|«©^FiST-teiiU Sil®^b^tl?-2 3 8mg, JR$3 6%T' 
?§/::o 

^H-NMR (CDCI3, 5 0 0MHz) :54. 03 (s. 3H) , 
4. 07 (s. 3H). 6. 69 (d. J=4. 9H2. 1 H) . 7. 29 (d, 
J=8. 5Hz, 2H). 7. 44 (s. IH), 7. 47 (s. 1 H) . 
7. 93 (d, J = 9. 2Hz. 2H). 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d. J=8. 5H2. 2H). 8. 60 (d. J = 5. 5Hz. 1 
H) 

KS^tlfffi (FD-MS, m/z) :4 3 0 (M"^) 

mmmi3 6 (#%<f!i) 

4-h KD4^i/7x-;l/ 3. 4-/f-U>'Jt=>r'>y »h> 
^ite9<J2 2T-{|fc4- h U -n-rf-;bf^>- I-/ Y^'y^^)Vy 3.J -)l 
(1. 28 2 g) irUISiaof'^ain^^l'J'D'J K (6 6 4mg) ^-i-oo;}^ 
-'I'-i' (5ml) lc»»Ls miSa°©t'x (h ij7x^;U*X7^ » /N'^-^-^i* 
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(II) j-D'j K (8mg) '^Aii. imuamsmitzo 5{c;s^«j*iite^j2 3 

Itzo SET^tt®4«?#/:]m (1. 03 Og) ^-T^h^h Kd77> 
(2inl) izmm^-^t. tK (5ml) i6N:eM*^« (12ml) il!aA.T 
1 0. 5i^PIJ)niiiSiSSL/:o Km^^mmni 2 a i|5|tio;5i£T'iaaL> 
Sa®{b^«!l^r2 1 2mg. 1R$2 9%T#fcc 

^H-NMR (DMSO-dg , 500MHz) : 6 6. 15 (s, 2H). 
6. 88 (d, J=8. 6Hz, 2H). 7. 04 (d. J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz. IH). 7. 24 (dd, J=l. 8. 7. 
9Hz. IH) . 7. 6 2 (d. J =9. 2 Hz, 2 H) . 10. 3 4(5. 1 
H) 

afi^#f(I (FD-MS, m/z) :24 2 (M"*") 

mmmi 3 7 

{4- [(6. 7--:;^^' h^->-4-4^y'J;U) 7aL-JU} (3. 4 

-yf-L/>y;»i-^->7x-;i-) yj'y:/ (18 5) 

U 7 ij;:.;!. '!rh>(20 2mg) i 4 - ^ f'^bT ? y f "J i? > 

(112mg) (2ml) +'^AnSfi*Hi$ Lfco 1I^F^^4-^' 

nD-6, 7-v?y h + ')> (1 8 7mg) ^Ua^. 2 0 ^Fa!)nifea«6 L 
fco SJSM^^Uffifll 2 4 <!:|5)«l®:?ftT«iaL> $S©ft^^ 13 5m 
gs iR$3 896-C?lfco 

^H-NMR (CDClg . 5 0 0MHz) : 5 4. 0 4 (s. 3 H) , 
4. 06 (s. 3H). 6. 09 (s, 2H), 6. 64 (d. J=4. 9Hz. 
IH). 6. 89 (d, J = 7. 9Hz, IH). 7. 26 (d. J=8. 5H 
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z, 2H) , 7. 38 (d. J = l. 8Hz, IH). 7. 41 (dd. J = 
1. 8. 7. 9Hz. IH), 7. 46 (s. 1 H) . 7. 49 (s. 1 H) , 
7. 8 8 (d, J =8. 5 Hz, 2H) . 8. 5 7 (d, J = 4. 9 Hz, 1 H) 
Kft»tlfM (FD-MS, m/z) :42 9 (M"*") 

HJBSa©-hnj':J'> (1 0ml) cfJ^ rp|So°D07-y-;U (1. 0 8 1 g) 
irtJBSa©3- (h •J7;l':tnyf-;l.) '<>''/^';l-J' D g K (2. 0 8 6 g) i 
rUESiO-l' ^T^Ub'-l^A (III) h •J7;l';!)-ay rJ'^X^U+^^v- h (62 0mg) 
^ta^. 6 OlCirTlftti^Lfco Si&S^!^?-^ffi«?iJ 1 2 0 i H^O^^ftT^a 
SL, aS®{b^5-7 1 9mg. iR^2 6%T#/Co 

^H-NMR (CDC Ig , 5 0 0MHz) -.63. 91 (s. 3H), 

6. 99 (d. J = 9. 2Hz. 2H), 7. 6 0-7. 64 (m. 1 H) , 

7. 80~7. 83 (m, 1 H) , 7. 82 (d. J=8. 5Hz, 2 H) . 
7. 93-7. 9 4 (m, IH) , 8. 01 (s. 1 H) 

®*J}tFfffl (FD-MS, m/z) :28 0 (M"^) 

MM^m 3 9 i^m) 
Z-h'jyjito^tf-jiyi.-ji' 4 -fc Kd^->7x-;U ^h'y 
^9il3 8X'ntz3-y')yJlta/i-jly3i^jl^ 4-^ h^'yyjL-jl 
*rV> (657mg) ^N, ti--:^;f =f-Jlt^JlA7 i K (35ml) IC^JS?L^ 
i-Y^]^J.=f-t^ h + i/K (411ml) ^mpi. 7 Ji'^ 'yfmT mf^miS& 
«EL/:o K*ES^«3«-|lffifJ3 3 tmkOlsm-^m.L. S«<D{b^«:4 5 4 
mg. JR$7 3%-emfcc 
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H-NMR (CDC ]g , 5 0 0MHz) :55. 85 (s, 1 H) , 
6. 94 (d, J=9. 2Hz. 2H). 7. 62 (t. J = 7. 3Hz. 1 H) 
, 7. 78 (d, J = 9. 2H2. 2H). 7. 83 (d. J=7. SHz. 1 
H) , 7. 93 (d, J=7. SHz. 1 H) , 8. 01 (s, 1 H) 

Ilife^l4 0 

(.3-h^)-yMny'f-)lV ji^-Jl) {4- [(6. 7 -v'y h^->- 4 
y 'J^/b) :t4-->3 7x-;l.} y > (18 6) 

T^'Un-v^STN HJSWl 3 9T'^ifc3-hiJ7;U^D^f-;U7i^;l' 4- 
tKD+v'7x^;l/ y h > (4 3 2ing) i4-i'aD-6. 7--:;;fh + -> 
+ y U > (3 6 3mg) «:>'xf-U>^'*'j f-;bx— r;!/ (1 Om 1) 
l::^<8$-ti-s 1 6 0 W 1 1 B^HDnHftiSSE L fcc RfC?ig^«!I«-«a?OKi?*#:^ h 

5 •> 'J * y ^ D Tj- h ^1^7 7 -f - 1:: J; 13 i^S!©S. gic d o ;^ ;UA/S^Sx^ 
-'I' (5/1) T-g5gt-5Sli"J:^>!r-Jl'^nvhi'-57.f-lcJ:!9||SU SM 
fflfl:^^^:2 0 4ing, JR*2 896t?Jifco 

^H-NMR (CDClg, 5 0 0MHz) :6 4. 0 3 (s. 3H) . 
4. 07 (s. 3H). 6. 69 (d. J=4. 9Hz, 1 H) , 7. 30 (d. 
J=9. 2Hz. 2H). 7. 47 (s. 2H). 7. 66 (t. J = 7. 9H 
z, IH). 7. 87 (d. J = 7. 9Hz, 1 H) . 7. 92 (d, J=9. 
2Hz, 2H). 8. 00 (d. J=7. 9H2, 1 H) . 8. 08 (s, 1 H) 
. 8. 60 (d. J=4. 9Hz. 1 H) 

K«^t!fffi (FD-MS. m/z) :453 (M"^) 
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llife^J14 1 c##w 

WfSiS,<D-hn:f f> (5ml) ^fRS,<07-V-Jl (0. 5ml) irp 
l5n°D®->?D'\+-tJ->:*;U--K^;bi'D •) K (0. 6 3ml) t^mSiO-f yy-Jl 
t'>i;i»(III) h 'j7;l';tD;<:J'>x;b.+:;f- h (2 8 8mg) ^rSDx.x 6 Otic 

^n-^VV3-74 -lci:f?iflt^L^ ^Soit-^ms 1 7mg. iR*5 l%lr» 

^H-NMR (CDClg. 5 0 0MHz) rdl. 21~1. 88 (m. 
lOH). 3. 19-3. 25 (m. 1 H) , 3. 87 (s. 3H), 6. 93 
(d. J=9. 2Hz, 2H) . 7. 94 (d. J = 9. 2H2. 2H) 
Kfi^Sfii (FAB-MS. m/z) :219 (M'^+l) 

(5 1 7mg) ^-N. li--:f/i-JlTt-.jll.7i K (2 0ml) iz^mU -th') 

^u'i-ni h+-/K (5 3 8mg) 5:110^. 7 )\^^ •^y%w^ \nmm^m.\.u 

4 8 7mg, )R^9 3%T#fc<, 
^H-NMR (CDC 1, . 5 0 0MHz) : 5 1. 2 3-1. 8 8 (m. 
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lOH), 3. 19-3. 25 (m, 1 H) , 6. 06 (b r s, 1 H) , 

6. 89 (d, J = 8. 6Hz. 2H). 7. 90 (d. J = 8. 6Hz. 1 H) 
Kft^^tffffl (FD-MS. m/z) :204 (M"^) 

A-'y^o^^-^JltDm-Jl^-l- [(6, 7-->y h^'>-4-^y U;U) 
<>-tf> (1 8 7) 

7)l^zfl^miT. Hlfe^ 14 2 r-nt: 4 - v/^' d^v^ ■>Jb?!7>iL'.t^-;U- 1 - 1 
Ko + v^O-fci-^ (27 Smg) <!:4-^' ao- 6, 7 U > 

(1 0 Omg) ?:-^x^P>^^iJ D-;l.i5>f-;bx-r-'U (0. 2ml) 

1 6 01C+3 0:8'F^jfj$L/::o RJoii^^lSfD^S?7K36± h ') ^l^im 

z> ^ -[zi^iyimU gS©{b^!gJ^5 8mg^ )R^3 3%T»fco 

H-NMR (CDCI3, 500MHz) : 5 1. 21-1. 93 (m. 
lOH). 3. 24-3. 29 (m, 1 H) . 4. 03 (s, 3H), 4. 06 

(s, 3H). 6. 60 (d, J=5. 5Hz. IH). 7. 24 (d. J = 
8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) . 7. 4 7 (s, 1 H) . 8. 0 5 

(d. J=8. 5Hz. 2H). 8. 55 (d. J = 5. 5Hz. 1 H) 

E«»tFrffl (FD-MS. m/z) :392 (M"*' + 1) 

iiJS0<ji4 4 

rfifRSiO-hvj^fl^ (10ml) mB5fi?.®7- V-^'L- (I. 0 8 I g) 
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irfjISn°a©2- ( h 'j 7;l/;t D > '<>7^';l/J'n'J K (2. 08 6g) i 
iUiSS©-r •yr;l/t''t7A(III) \-')yjl:ta;f^-^XJlt^:^-h (6 2 0mg) 

1^- f- jix-mmt •> >; ^ y o ? h 7 7 ^ - jc i 1^ 

S!!L. g®«D^k^!fel«-l. 4 02 g. iR$50%T'Jifco 

^H-NMR (CDCI3, 5OOMH2) :53. 88 (s. 3H), 

6. 93 (d. J = 9. 2H2. 2H) , 7. 3 7-7. 3 9 (m, 1 H) . 7. 

60-7. 6 3 (m, 2H) , 7. 75 (d. J = 9. 2Hz, 2H), 7. 7 

3-7. 7 8 (m. IH) 
Sft;»tffffi (FD-MS. m/z) :2 8 0 (M"*") 

2-V^}y)Vtv:>^=f-)ly:^~)l 4-fc Ko4-^7x-;U »h> 
^^^14 4■^:^i/:2-^U7;^;^-o;^5^;^7i^;^ 4-/ h + ->7i.:^;u 
(1. 4 0 2g) 5-N. N-y=j'5'^U:^;bA7i K (15ml) lc»)gL> . 
h + vK (8 7 7mg) ^iia;l. T ild A^mtsSm. 

1. 0 5 0 gs iR$7 9%T-^ifco 
^H-NMR (CDC I3 . 5 0 OMHz) : 5. 8 8 (s. 1 H) , 

6. 87 (d, J = 8. 5Hz. 2H). 7. 3 7-7. 38 (m. 1 H) . 

7. 5 8-7. 6 3 (m. 2 H) . 7. 71 (d. J=9. 2Hz, 2 H) , 7. 
7 6-7. 7 8 (m. IH) 

Sfi^ffffi (FD-MS, m/z) : 266 (M"^) 
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^mi4 6 

(2- m 7->l/;j-Dyf^;b7x-7b) (4- [ (6, 7-P/y^->-4-^ 
J'))l) t^i/] 7x-;b) jif^'y (3 5) 

t Ka + v^x-;!. -irhV (9 5 9mg) i 4 - i^^ ^^UT 5 y b''J i?> (4 
8 4mg) «-+->U> (7 ml) >t"\AtlSS*«^? Lfco mPB^ft4 -iJ-oD 
-6. h + ->+y "J> (8 0 5ing) ^iD;l, IBteto^SffiLfco SJt; 

m.^m^^m 1 3 o i injtio:^ ar-Ms t^ ss^^t^^^- 8 9 9 m g , 

5 5%T'iffco 

•^H-NMR (CDClg. 500MHz) : 5 A. 01 (s, 3H), 
4. 06 (s, 3H). 6. 67 (d. J = 5. 5Hz, 1 H) , 7. 22 (d. 
J = 9. 2H2, 2H), 7. 42 (s. 1 H) . 7. 4 2-7. 44 (m. 1 
H) , 7. 45 (s. IH) , 7. 62~7. 68 (m, 2H) . 7. 80~ 
7. 8 1 (m. IH) , 7. 8 7 (d. J =8. 6 Hz. 2H) . 8. 5 8 (d. 
J=5. 5H2, IH) 

®fi^ffffl(FD-MS. m/z) :45 3 (M"*") 

4-n-7f-A7x.=.;l/ 4 h^->7x— Vh> 
rPKn^O-hDyi-^ (1 0ml) *^ 'mS,<E>7 -J - >l (1. 0 8 1 g) 
imS5D°D©4- (n-r^;l') K>^/>( )li;a^) K (1. 9 6 7 g) imKS© 
^ 'j'r)\^\L^L.(m) h'j7;b:tn;/^'>x;U**-h (6 2 0mg) ^•jllD;^^ 

6 0t;{CT6iBfHaJ¥Lfco R«:S^«5*llffiW 1 2 0 iiSl»®2ri^T-A!laL^ 
Sje©it;^^=£ 863mg>iR$32 %i^mZo 

^H-NMR (CDCl,. 500MH2) : 5 0. 95 (t. J = 7. 3H 
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2. 3H), 1. 38 (tq, J=7. 3. 7. 3Hz, 2 H) . 1. 64 (q 
uint, J = 7. 3Hz. 2H), 2. 69 (t. J = 7. 3Hz, 2 H) , 

3. 89 (s. 3H), 6. 96 (d. J=9. 2Hz, 2H), 7. 27 (d. 
J = 8. 6H2. 2H). 7. 69 (d. J=8. 6Hz, 2 H) . 7. 82 
(d. J=9. 2Hz, 2H) 

Ka^J^fffi (FD-MS. m/z) :2 68 (M"^) 

HiS^ 1 4 8 

4-r\-zfi-jly J.-JI 4 -b Ko^->7x-;U » h > 
llife«'IJ14 7T»/:4-n-7'^;U7x^;I/ 4->h + i/7x^;U h > 
(8 6 3mg) ^N, N-v-Vf-Jl/^sybATJ K (5 0m 1) Jw@»U :^ h U 
h+->K (5 6 3mg) ?:JP;L, 7;b=3'>mSiiT7B#H]!JD^«SLy:o 

S*&iS^#l^^i6W 3 3 i:mm(0:^i^Z'iEM L^ mmoit^^ 7 8 7 m g. iR 

^9 6%T-{§fco 

^H-NMR (CDC Ig , 5 0 0MHz) : 5 0. 95 (t. J = 7. 3H 
z. 3H). 1. 38 (tq. J=7. 3. 7. 3Hz. 2H). 1. 64 
(septet. J=7. 3Hz. 2H). 2. 69 (t. J=7. 9Hz. 
2H). 6. 35 (s, IH). 6. 92 (d. J = 8. 5, 2H). 7. 28 
(d. J=7. 9Hz. 2H), 7. 69 (d. J=8. 6Hz. 2H) . 
7. 77 (d. J=8. 5Hz. 2H) 

Sft»«fffi (FD-N4S. m/z) :2 5 4 (M"^) 
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m&m 14 9 

(4-n-7'f-;U7x-jl/) {4- [ (6. 1 - 'J / h^y- 4 y <) Jl) 
t^i^l yj.-A'} i9Jy (4 0) 

7S^^y%mr^^ UlifJl 4 8T-?|/::4-n-7' 5^71^7 4-tKD + 
v'^x-;!' -fr h> (7 2 7mg) i4-:?OD-6, 7 - h+>+y ij > 
(6 3 9mg) ^=Jj.=i-\/y^\) 3-;b-:/yf-;l/X— rjb (10ml) 

1 8 010*1 0i$P5JD«iaffiLfcc RiSil^^^tafDKK:*- h U >?A7KS« 

^-T-Sia 1 5 ■> 'J * D V h 5 7 - (c J; t? ifilS! L. ^m<oit^i^i 4 0 

^H-NMR (CDClg. 50 0MHz) : 5 0. 95 (t, J=7. 
3Hz. 3H), 1. 38 (tq. J = 7. 3. 7. SHz. 2H) . 1. 62 
~1. 6 8 (m, 2H). 2. 71 (t, J=7. 3Hz. 2H), 4. 04 

(s. 3H). 4. 07 (s. 3H). 6. 65 (d. J = 4. 9Hz. 1 H) . 
7. 26 (d, J = 8. 5Hz. 2H). 7. 31 (d. J = 7. 9Hz. 2H) 
. 7. 46 (s, IH), 7. 49 (s, 1 H) , 7. 76 (d. J=7. 9H 
z. 2H) , 7. 9 2 (d. J =8. 5 Hz. 2H) , 8. 5 8 (d. J = 
5. 5Hz. IH) 

K»:»tffffi (FD-MS, ra/z) :440 (M^-1) 



wo 97/17329 



138 



PCT/JP96rt)3229 



Hitefisji 5 0 

mSSJiO-hDy (5ml) ff. rp8SD°D®7^V-;l- (5 4 Img) irfJ 
mS,<0Z-7}l:^uK>V^ A,fun K (7 9 3ing) irfJSSPaOX* >->'•> A 
(III) h ';7;l';tDy^'>x;U*;^- h (4 9 m g) <&ljn^^ 60'ClcT3Bra 

ij *>!f;1.5' D h /5 7 ^ -Hi t) lit!! L. Si©{b^^ 5 8 5m 
g> iRsp5 l%T?|/:c 
e«:»tfrffi (FAB-MS. m/z) :23 1 (M"^+1) 

HifeWl 5 I (##W 

4 - t Kn4-->7 j:— 3 -7.)U;f D7 3L— ;i/ Vh> 
^aSfJl 5 0-Ci#fc3-7;L':tD7x^;l/ 4 - > h + •> 7 ^ h > 

(SBOmg) ^•yi'DDy:^^ (5ml) J:S#¥L> *?$T1. OM;KQ>h 
'jyD$ K-->-^'OD;'^>^Jg (2 3ml) ^^Dx.^ ^g*3lft«!t#Lfco 5 
fiSS^^^^^Jl 2 1 <!:^«®:^^T-A!iaL. «S©{b^^4 0 2mg, iR 
^7 4%T-^fco 

^H-NMR (DMSO-dg , 5 0 0MHz) : 56. 91 (d, J = 
8. 5Hz. 2H). 7. 44~7. 49 (m. 3H). 7. 57~7. 61 
(m. IH). 7. 68 (d, J=8. 5Hz. 2H), 10. 51 (b r s, 
IH) 

ES3J«fffi (FAB-MS. m/z) :217 (M'^+l) 
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m&mi 5 2 

{4- [(6. 7--:?y h4^->-4-4^y'J-'b) (3-7 
jitnyj^-ji-) y j'y > (17 6) 

yji-Jl ■!rh> (3 7 3mg) i 4 - i^V f-^L-T 5 y t° U > (2 32mg) 
^•+->l/> (5inl) itJ'sAnmjg^aHtLfco 3l^FB^^4-;'nD-6. 7- 
h + ->+y >J > (3 8 6mg) 'SrlMx. 2 1 NrHJDDflftSaE L 

M^c^'DD;^^;^A/Si?x^;^ (5/1) T-SBgt-SSSv"J;!;y 
;l.^Dv'h^'-77>f -JCi:f3||S!!U gJiO-fb^fel^- 4 8 4 m g , JR*7 0%T" 

^H-NMR (CDClg. 5 0 0MHz) : 54. 04 (s. 3H) , 

4. 07 (s, 3H), 6. 67 (d. J = 4. 9Hz. 1 H) . 7. 28 (d. 

J=7. 9Hz. 2H), 7. 31~7. 33 (m. 1 H) , 7. 46 (s. 

IH) . 7. 4 7 <s, IH) , 7. 4 8-7. 5 3 (m. 2H) . 7. 5 9- 

7. 61 (m. IH), 7. 93 (d. J = 8. 6Hz, 2H). 8. 59 (d. 
J=5. 5Hz. IH) 

efi3}#rtt (FD-MS. m/z) :40 3 (M"*") 

^mi 5 3 

N- {4- [ (6. l--^/ \-^'y-4-^i-V>)-Jl') 7x-;l/t 
-N' - (2-y h'f>'7j:-;l-) 1/7 (1 1 3) 
6. l-'J/ h + i/-4- (4-7iy7xy + i/) +:^7'J> (1 OOmg) 
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^■hjUx> (10ml) tzUaimmifz'^k. 2-/ \^d[-iyyj^-Jl^Vi/7i— 
MO. 3 6inl) 4 O^KK)Dl»!ijl«tLfco SS^•^'D 

D<f>;bA/y (1 0 0/1) N iJ:v^T^'□a+>;^A/7^r h> (5/1) 

1 1 2mg^ |R*7 

^H-NMR (DMSO-dg, 5 0 0MHz) -.6 3. 9 0 (s, 3H), 
3. 98 (s, 3H). 3. 99 (s. 3H). 6. 90 (t. J = 7. 9Hz. 
IH) . 6. 9 6 (t. J = 7. 9H2. 1 H) , 7. 0 3 (t. J =7. 9H 

2. IH) . 7. 2 3 (d, J =9. 2 Hz. 2H) . 7. 3 9 (s, 1 H) . 
7. 55 (d, J=9. 2Hz, 2H) , 7. 57 (s, 1 H) . 8. 15 (d, 
J = 7. 9 Hz, IH) . 8. 2 5 (s, 1 H) , 8. 5 5 (s. 1 H) , 

9. 44 (s. IH) 
®fi:»tffffl (FD-MS. m/z) :4 4 6 (M"*") 

N- {4- [ (6. l--^/ h^v/-4-4-:»-'/U-->U) :t4^-/] 7^:-;!/} 
-N' - (3-y h4-/7x-;P) -^UT (1 1 4) 

6. 7-->'y h + ->-4- (4-75 y 7xy +» > (1 0 Omg) 

(10ml) lZ.mim»lit^. 3-> h + >7x j:^;IL"1' 7 xT^- 
h (0. 3 6ml) «-jDix 4 O^P^llDjftiSaLfco ^SE^rSiSfc. ^ o 

nt>;l/A/y (1 0 0/1) , JJ^l^T-^'no^f.^l/A/T-b h> (5/1) 

3 Img, ifm21%-^nfZo 
^H-NMR (DMSO-dg . 500 MHz) :<S3. 74 (s. 3H). 

3. 9 8 (s. 3H) . 3. 9 9 (s. 3H) . 6. 5 6 (d. J =7. 9 Hz, 
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IH), 6. 96 (d. J = 7. 9Hz. 1 H) . 7. 15-7. 25 (m, 
4H) . 7. 3 8 (s, IH) . 7. 5 3~7. 6 0 (ra, 3 H) , 8. 5 5 
(s. IH) . 8. 76 (s. IH) . 8. 81 (s. IH) 
SM^tfrffl (FD-MS. m/z) :4 4 6 (M^) 

Ute^] 15 5 

N- {4- [ (6. 7-v'^ ^4^^>-4-^:^7'J-;U) :^:^-/] 7x-;b} 
-N' - (4->< h4^->7j^-;b) 0U7 (99) 

6. 7--xy h + ->-4- (4-7 5 y^xy + e/) +:^v•'J > (8 Img) 
^V)l3L> (5ml) lcJnil^)gL3t&^ 4-y h + v'7x-;l/'rv>7:f— h 

(0. 29ml) =&sd^, 4 o^rsmmmiizc Vrtaimw'^mi. hJi 

X >T"j5fe^ L&m(D{t^mi 6 0 m g ^ iR* 4 9 ^T-^lfco 

•^H-NMR (CDC Ig . 5 0 OMHz) -.5 3. 7 9 (s. 3H) . 
4. 06 (s. 3H). 4. 07 (s. 3H). 6. 48 (s. 1 H) , 
6. 64 (s. IH). 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J = 8. 6Hz. 2H) . 7. 27 (d, J=8. 6Hz. 2 H) , 7. 32 
(s. IH), 7. 47 (d, J=9. 2Hz, 2H), 7. 55 (s, IH). 
8. 60 (s. IH) 
S*^»rfil (FAB-MS, m/z) :4 47 (M''"+1) 

15 6 

N- {4- [ (6. h4--/-4-^:)-yU-;l/) :t»->] 7x-;U} 

-N' - (2-yJltoy:r.-)l) r?U7 (116) 

6. 7 --J/ h^i/-4- (4-7 5y'7x/ + v') +:^7'J> (1 OOmg) 
<&h;l.x> (10ml) lwjDj»^»L/:t> 2-7Vl';*-D7x:^;l"f Vv'7:^- 
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h (0. 3 0ml) ^m^. Ao^rstamMmifzo Vrtaif^mti^iimu h 

^H-NMR (DMSO-dg. 5 0 0MHz) :53. 98 (s. 3 H) . 
3. 99 (s. 3H). 7. 0 0-7. 04 (m, 1 H) . 7. 13-7. 17 

(m, IH) . 7. 2 3-7. 2 7 (m, 3 H) . 7. 3 9 (s. 1 H) . 
7. 54-7. 5 7 (m. 3H). 8. 10-8. 20 (m, 1 H) . 8. 55 

(s. IH) , 8. 6 5 (s, IH) , 9. 2 6 (s, 1 H) 

®fi5JtlTffl (FD-MS, m/z) :4 34 (M"*") 

N- {4- [ (6. 7--:?y h*'y-4-^i-V')-Jl) it^'A yx-M 
-N' -n--y^)lOUT (2 2 0) 

6, T-i^/ h + ->-4- (4-7$y7x>' + » ^±V*)> (lOOmg) 
^hJl3L> (lOml) \ztXSimmLiz'4k. n-zf^Jl^ V 'yTi— \- 

(0. 2 9ml) 4 0:3P^ii)nffe««tLfco mm^m'^. m^^9uc 

*;UA/T-feh> (5/1) T-®§g-f*->'j*y;l/*vA^'n-7 hi-'^^-f-tc 
.kOfllSiU SSO^t^i^*? 5mg. i|X$5 6%T{i/ro 
^H-NMR (DMSO-dg , 5 00MHz) -.60. 9 0 (t, J = 

7. 3H2. 3H). 1. 2 8-1. 4 6 (m. 4H). 3. 09 (q. J = 
6. 7 Hz. 2H) . 3. 9 7 (s. 3H) . 3. 9 9 (s. 3H) . 6. 2 3 
(brs. IH). 7. 14 (d. J = 9. 2Hz. 2H) . 7. 37 (s. 1 

H) . 7. 47 (d, J=9. 2Hz. 2H) . 7. 55 (s, 1 H) . 

8. 53 (s, IH) , 8. 58 (b r s. 1 H) 
Kft5>ff«i (FD-MS. m/z) : 39 6 (M"^) 
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mmm 1 5 s 

N- (4- [ (6. 7--:?jt U ^U) t^-y"] 7x-jM - 

(4 - t e r t -y^Jiy^.-A.') tiJl^^^ti K (2 1 3) 

6. T-iJ^ h + >'-4- (4-7;/'7xy + v') (5 4mg) t 

rUBSD°D04-t e r t -rf-fl^SSWc (102mg) ^N. N- 'J / f-Jl^t.jl 

; K (3ni 1) lc?g)BL/:^^ l-xf^;l.-3- (3' - 'J i s\^T IJ 
Dfcf;l.) ■h)\,if.=J>{ X Kli»S (1 0 6mg) ^JD^. gglwTeiBfPBlftffLfc 
m^ llte^J51<!:^«©iimcJ:oTllS!!U SS©^t^«3«- 2 9 m g . i|5f$ 
3 S^Tiffco 

^H-NMR (CDC I3 , 9 0 MHz) : 5 1. 3 6 (s. 9H) . 
4. 05 (s. 3H). 4. 08 (s. 3H). 6. 48 (d, J=5. 3Hz. 
IH). 7. 1-8. 1 (m, IIH). 8. 49 (d, J = 5. SHz. 1 H) 

Mfi^Wffl (FD-MS. m/z) : 456 (M"^) 

HffiWl 5 9 

N- {4- [(6. l-'JiY^=y-A-^J'))V) t^r'A 7x-;b} -N 
-ptf-^b- (4 - t -y^>)l/7x-;l/) K(15 6) 

Ulte^lJl 5 8T^bnfcN- {4- [(6. 7--:^y h + ->-4-+y'J;b) 
;f+->] 7xi;U} - (4-t-7f-;l/7x-;b) K (lOOmg) 

«-N. N--;?yi^;l'.-}:;l'i»7 5 K (3ml) ic^lKLfc'*. 7k3S^k:>- h 'J A 
(lOmg) ^■^Dx.^ 0TlwTlI^P5«fl!L/::St^ B'^Kci'i-)^^ (31mg) ^ 
to^$t>lc3I^PaafiiLfc, ^Cf«5 1 il^«(Dl6ftlc<toT*ISE!U ^CD-fb 
4 8 m g. JR$4 6 %^^ti^ 

^H-NMR (CDCI3, 90MHz) : 5 1. 28 (s, 9H). 
3. 54 (s. 3H). 4. 04 (s, 3H) . 4. 05 (s. 3H) , 
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6. 3 2 (d. J =5. 3 Hz. 1 H) . 7. 0~7. 3 (m. 8 H) . 

7. 42 (s. IH), 7. 50 (s. 1 H) . 8. 47 (d. J=5. 3Hz. 
IH) 

Efi^tFrtt (FD-MS. m/z) :4 7 0 (M^) 

N- iA-t-y=f-)l7x.~)i') - <4- [ (6. 7--:J^y h^->-4-^^y 
'})V) 7x-;H ti i K (15 5) 

4- (6. 7-v>> h4-->-4- + >";;l') :t+i/$.t>S» (5 4mg) m 
I5ffi©4-t e r X -Zff-)IT-') > (1 0 2mg) ^■N, N- i^yf-vl/sh;!/^ 
T; K Oral) JrgjgDt^s l-x^;b-3- (3' -=J /=f-}lT IJrfo 

h*;u) ? mim (1 0 6mg) mu\zx mfm^\^ft^. 

mmm 1 i|5l«oSf^icJ;-oT*l8S!L> ^0'fb^!e!l^2 9mg. iR$3 5% 

^H-NMR (CDClg, 90 MHz) :<51. 34 (s. 9H). 
4. 03 (s. 3H), 4. 06 (s. 3H). 6. 57 (d. J=5. 3Hz. 
IH). 7. 2-8. 1 (m. IIH), 8. 55 (d. J=5. 3Hz, IH) 

Sfi:»tffffi (FD-MS. m/z) :45 6 (M"*") 

HffifJl 6 1 

2- (6. 7-v^>>' h^->-4-4^y - 2- (4 -7'n^7 x-;i/) 7 
•tr h- h 'J ji> 

rPlR®4-7'n*7x-;UT-fe h.=.h«j;l' (4. 3 g) ^rh^L-i^ (1 0ml) 
JwSPU O^lcfiK^-Ttf/:^. *«{b:>-h'J't'A (1. Og) ?:Jra;t5 0t; 
t-Cfitt«r±lflI^Fa«i$Lfco efcl-6. 7--^;' h + ->-4-^'nn+yu> 
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(2. 2g) '^m^ibmmn^. 7i^^:&mm:^i■)\^ri6^ibltzo Mimm 

h >) 0 l^Z-^iSi^. jt»«-SiU (2/1) T 

&mt S •> U y^U* 7 A D T h ^'•5 7 ^ - J; t) i^S Ls SSOIt^^?: 
8 5 0mg> iR$2 2%T'»fco 

^H-NMR (CDClg. 9OMH2) :53. 66 (s. 3H), 

3. 8 0 (s. 3H) , 5. 4 0 (s. IH) , 6. 7 4 (s. 1 H) , 6. 9 
~7. 4 (m. 6H). 8. 54 (d, J = 4. 6Hz. 1 H) 

KS:»*frffi (FD-MS. m/z) :382 (M^) , 38 4 (M''' + 2) 

6, 7-yyh^v-4- (4-yD^7x-;l//^;l>) ^y'J> 
HJfeWl 6 lT-^t.nA:2- (6, 7- ->'y h + v'-4- + y 'J ;U) - 2- 
(4-yD*7i:::.-'l.) 7-fer h^h >j;b (8 5 Omg) «-6 0%iii&KS« (5 
ml) {c^^Lll^raOniljfiiK^s »tT>t-7*©A^^SSIIwav>fc*o Ig 

±U SiS?ri'an*;bi^/y ^'y-;!/ (10 0/1) TSBatS 
7A:?Dvh^'57-f-Ki;t3ltS!Lx SS®<k^®«-2 6 0mg> if5?*3 3% 

^H-NMR (CDClg, 90MHz) : fi 3. 90 (s, 3H). 

4. 02 (s. 3H) , 4. 31 (s. 2H) . 6. 9-7. 5 (m. 7H) . 
8. 6 3 (d. J=4. 4Hz. 1 H) 

H«^W<i (FD-MS. m/z) : 3 57 (M"*") ,35 9 (M"^ + 2) 
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6. 7--:?y ht'>-4- (4- h 'J-n-7'f^>'l/Xj'-:^7x-;Uy$^;U) 

7)i^>^m^T. mmmi6 2-c-ninfze, 7->vh+i/-4- (4- 

::fn^y x-Jl':/f-Jl') U > (2 5 Omg) ^-f- h5 t Kn77> (4ml) 
C^»L-7 8*t:tT-?#iqL/:^^ 2. 5M®n-7'5^;U'jf-'>A'\+-y->ga[ 
(0. 3ml) mTl\^m.nLtz^ rh^t Kd75> (1ml) 

ii^'s+1>->/f^i5xf-;l- (3/1) r-flBSt-'5->U*yvl/*5A:?nv 
:7-f-CJ:r)fiiS!L. SJiO{b^^«-8 5mg. JR*22%T»yt„ 

■^H-NMR (CDC Ig . 9 0MHz) : 5 0. 7-1. 6 (m, 2 7H) . 
3. 88 (s. 3H), 4. 02 (s, 3H), 4. 34 (s. 2H) , 7. 0 
~7. 5 (m. 7H) , 8. 63 (d. J=4. 6H2. 1 H) 

llli*»IJl 6 4 

<4-[(6. 7--:^y h4^->-4-4^y U^P) 7x-;l>} (4-t 

-y5";l-7x-;l/) / 9J> (16 2) 

^ffifUl 6 2T'?lt>nfc6, 7-i>Vh + v'-4- (4 - h - n-yf-;l.x 
^'-:t7xr.Jl';/^;l/) +y U > (8 2mg) ^ rfi|R©4- t 

(31mg) tei.x:^mm<0\£7. ( h 'J 7xx;l't^X7 » f<7'J 
(II) ^o'J K«-?DD*;l/A (3ml) IC^ISU JnHKliSatTx 1 51^19 

ai^Lfce 7k«-jn^Ji^byf-^>T-aaiu w«Ma*mj:&ii7KfcicKja¥D7-y 

«:'^+1»->/W»xf^;b (2/1) TgBa-r5»Ji^DVh/7 7.f-|Cj;t)|i| 
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H-NMR (CDC Ig , 9 OMHz) -.6 1. 3 6 (s, 9 H) . 
3. 91 (s. 3H). 4. 03 (s, 3H) , 4. 45 (s. 2H) . 7. 0 
~7. 9 (m. IIH). 8. 66 (d. J=4. 4Hz. 1 H) 
®l:^}«fffi (FAB-MS. m/z) :440 (M'^+1) 

N- (4-7;U;j-D7x->>U) -W - {4- [ (6. 7-^^ h^->-4- 
^J^)>V) yj-^-y] 7x-;l>} ^z^^uy (2 0 3) 

6, 7-i?y h + ->-4- (4-7i y7xy+;» +7 U > (1 0 Omg) 
^rh^Pi^ (lOml) tcmmmmifz^^ 4-7;U;i-D7x^;Uf-;t--l'V->7 
(5 2mg) ?r»;i, 2 Ammtaf^mUzo ^iK'&SiL^ ^S^-^ o 
D:^;i.A/p'^'y-;U (1 0 0/1) ■??f|gg-rS->V3!7^Vb*5i.;'n-7 h^-'? 
7-f-|cJ:i5||ML, SS®ft:^ti«-3 2mg. iR$2 1%T?lfco 

^H-NMR (DMSO-dg . 5 0 OMHz) : 6 3. 9 3 (s. 3H) , 
3. 95 (s. 3H). 6. 50 (d. J = 4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H), 7. 4 0 (S. 1 H) . 7. 4 7~7. 5 0 (m, 3H) 
. 7. 59 (d. J=8. GHz. 2H) . 8. 50 (d, J=5. 5Hz. 
IH) , 9. 8 0 (b r s. 1 H) . 9. 8 4 (b r s, 1 H) 

Kfi^Sftt (FAB-MS. m/z) :4 50 (M^+1) 

^i^jiee 

1- (4--7Jl'a|-P7x-;P) -2-'>7y-3- {4- [ (6. 7-'J^ h 
4..>-4-^y y7-y> (204) 

lllfe«>yi 6 5-e?lbtifcN- (4-y}i'toy:L-Jl) -N' - {4- [(6. 
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h+->-4-+>"J;U) :t+v/] ^t^U7 (3 3mg), 

i^i^i'u^^if-l'jl'ijjl^^i;^ 5 K (3 Img) . tAm^O'J^vyat'Jl'JLi-A, 
7i >^:li{|:yf-U'> (lOml) izmmifto ZZICTHF (1ml) Ic^jj? 

itz~>7i-i K (1 6mg) m^mi^X'-mwitzo mir^^u m'S: 

i;uu:i-^)ll,/i9J-)V (10 0/1) Tggg-r5>'J*y^l'*5Ai'Dvh 
/^^^-iciljfilSL^ SS©{b^«!I^3 4mg, JR*9 9%T'?§fco 
^H-NMR (CDCI3, 90MHz) :d4. 03 (s. 3H), 
4, 05 (s. 3H). 6. 50 (d. J=5. IHz. 1 H) . 6. 8~ 

7. 6 (m. lOH). 8. 52 (d. J = 5. 3Hz, 1 H) 

(FD-MS, m/z) :45 7 (M"*") 

HffiWl 6 7 

N- (2-7;b:tn7x-;b) -N' - {4- [ (6. l-v^ h^->-4- 
^y'J;b) ;i-^->] 7x-;t/} f-f^UT (2 0 5) 
6. 7-v^y h + ->-4- (4-T5 y7xy + » 4^/ •) > (10 Omg) 
(10ml) IcJjDlRiSjgLfc^s 2-y )\ytu7 V'y7 
(0. 0 5ml) i&3)D;i> 2 A^immmifz. ^«^®iL. ^fi^ 
^DD;h;l.A/y^y-;l/ (1 0 0/1) -CSiat-S v"J i}>f)\^tl7 1.9 u-r Y 
^'*7 7>f-|ci!3ll8«U ffll®<b^«-6 6mg. iR^4 2%-e»fco 
^H-NMR (CDC Ig . 9 0MHz) : <5 4. 0 3 (s. 3H) . 
4. 05 (s. 3H) . 6. 53 (d, J = 5. 3Hz. 1 H) , 7. 1~ 

8. 0 (m. lOH). 8. 5 3 (d. J = 5. IHz, 1 H) 
Ki^flrffi (FAB-MS. m/z) :4 50 (M"^+1) 
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Hm^l 6 8 

1- {2-7^07 x-Jl') -2-->7y-3- {4- [ (6. l-'J/ h 
4-^-4-4^ yj^) t'^-zl •Jz.-M V7-'J> (2 06) 

HJfe^Jl 6 TT^btlfeN- (2-7;l/;tD7iJi;U) -N' - {A - [(6. 
T-yy h + i'-4-4-y ijvb) :i-4-v'] 7x^;b} ^Hr'^VT (42mg), 
v^->J'D'\+-/;l.*;l.:jC-:;>f : K (3 7mg) ^ y^u\£)\,j.f-)V 
7l>im^Wi-V> (10ml) KmmiiZo CCJcTHF (1ml) ic^jg 
Lfc>7:f-? K (2 Omg) «-i!lD;iSiaT— L ?§ji^S4L. SIS?: 
^'Dn*;l/A/'^^'y'-;l/ (1 00/1) -egggi-S -> 'J /7y;l'*5^i' h 
r5 7^-|cJ;»)||SiLs Sffl®'fb^*4 Img. iR^9 9%T»fco 

^H-NMR (CDC Ig . 90MHz) :54. 04 (s, 3 H) . 
4. 06 (s, 3H), 6. 53 (d. J = 5. 3Hz, 1 H) . 7. 1~ 
7. 6 (m. lOH), 8. 47 (d. J = 5. 3H2. 1 H) 
KM^Sfffi (FD-MS, m/z) :457 (M"*") 

6 9 

N- (2-;< h^->7x-.>U) -N' - {4- [ (6. h4^->-4- 
^yU>>l/) 7x-;M ^;j-»l/7 (2 0 7) 

6. 7-y/h + i'-4- {A-7lJy j.J^l/) +y>J> (10 Omg) 
ihJlx.> (10ml) \z1}aim»Lti'^. 2-M V^'y-y j.-)\,=i-t>(^J'y7 
*-h (0. 0 5ml) «:tDi. 2 4^Ba(in«ia»ELfco ^^SiU l^g?: 
j-A, (1 0 0/1) TMK^S'>U*y-'U*7Ai^D-7 h 
^^77^-lcit)ffit?U Sffi©<b^«-7 8mg. iR^5 0%T?|fco 

^H-NMR (CDC I3 . 9 0MHz) : <5 3. 8 6 (s. 3H) . 
4. 04 (s. 3H) . 4. 05 (s. 3H) . 6. 52 (d. J=5. 3Hz. 
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IH), 6. 9-8. 1 (m. lOH), 8. 52 (d, J=5. IHz, 1 H) 
Hfi^^Pfffi (FAB-MS. m/z) :4 62 (M^+1) 

mmno 

N- {2-/f-Jly x-Jl) -N' - {4- [ (6. 7-'J^ [.d(..y-4_jf. 
yj^iU) Tt^jyl =f-ir^\yT (2 0 9) 

6. l-'J:f h + ->-4- (4-7;^ 7xy + v') +>"J > (SOmg) 
hvUx^ (10ml) KWmmiti^. z.-)\,'^t■W^7i^- 
Y (0. 0 4ml) 2 4I^P^ft]*ftiSffiLfco »j«^S*U i^M^-J-a 
n;h;l/A/;{^'>'-;U (1 0 0/1) T-gga-fS •> 'J 3!7 -yVl/* -7 A ^ □ v 
7^-l::i?)ftS!U «H©jb^iBlI«:3 Img. iR45 2 6%T^fco 

^H-NMR (CDClg , 9 0MHz) :52. 38 (s, 3H). 
4. 03 (s. 3H). 4. 04 (s, 3H). 6. 50 (d. J=5. 3H2, 
IH), 7. 1-7. 8 (m. lOH), 8. 50 (d. J = 5. 3Hz. 1 H) 

Kfi^^ff^i (FD-MS. m/z) :44 5 (M"^) 

7 1 

N- (3-yf-;U7x-;l>) -N' - (4- [ (6. 7-y;< h^->-4-^ 
J^)}V) ;f4-->] 7x-;l>) ^;^'»l/7 (2 11) 

6, 7--:^y h + ->-4- (4-T5y7xy + -» +y'J> (Slmg) * 
h;l.x> (10ml) icUDffeSIBLfc^, 3-;'5^-'l/7xx;l/^;j-^Vi/7*- 
h (0. 0 4ml) 1 5^P5Jn.«liaaELfco j&K«-S4Ls SS^-i'D 

uir^i^L,/ ^9 (1 0 0/1) T-Srat'S>''J*'!^''^*5A^'OT^■ 

^H-NMR (CDCl,. 90 MHz) :52. 40 (s. 3H). 
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4. 03 (s. 3H), 4. 05 (s. 3H). 6. 52 (d, J=5. IHz. 
IH), 7. 1-7. 8 (m. lOH). 8. 51 (d. J = 5. 3Hz. 1 H) 
SS^t/fffl (FD-MS, m/z) :4 45 (M"^) 

mmm2 

1- (2-;<f-;t/7x-;l/) -2-i/7J-3- {4- [ (6. 7-'J^ i-^ 
•>-4-4^yu;i/) t^vl yj^-M V7-Vy (2 1 0) 

IIJS««J1 7 OT?|bn)tN- (2-yf->'b7i^;l/) -N' - {4- [(6. 
7-vy + 4-4- y;;!/) 7x^;U} (2 4mg). 

v^>'^D^+->;U*;U;Ki^'(' 5 K (45mg) . teiifi© i^'f V/d hVL-if-;!/ 
7 5 ^ii^-ffc^ff-U^ (7ml) JC^PL/^o CCICTHF (1ml) ic^jgL 
fc>7:#-iK(28mg) JO;LgS-e-lft»i$ L /^o ^«I^S*U SS^-^' 
□ D;^;UA/^;?y-jU (100/1) ^8581- 5 •> U 7(7'!f;P:<7 7 AJ' n v h 
57^-jcJ;r)^g$l!U gM®{b^S:l 8mgs JR*7 6%T-?#fco 

^H-NMR (CDC Ig . SOOMHz) : 5 2. 36 (s, 3H). 
4. 0 3 (s, 3H) . 4. 0 4 (s. 3H) . 6. 4 6 (d. J =5. 5 Hz, 
IH) . 7. 3 0~7. 4 5 (m. 9 H) . 7. 5 0 (s. 1 H) . 8. 4 9 
(d, J = 4. 9Hz. IH) 

««^ffffi (FD-MS. m/z) :45 3 (M"^) 

ll««17 3 

1- (3-.>t^;l/7x-JU) -2-->7./-3- {4- [ (6. 7--:^^ 
v-4-^y'J;t/) 7x->>U} j^7--:^> (2 12) 

HJfeWl 7 1-ejlt.tlfcN- (3-^f-;l'7x^;U) -N' - {4- [(6. 
h + i'-4- + y 'JJl-) :t+->] 7x^M f^^'i'U'7 (1 8mg) ^ 
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•:?-/^D'v.+ ->;L.;!7;l'.+*->''r i K (3 5mg) ^ tt«EficD v'-f V^/'d f;Ux?;U 
7i>miU9U> (6m 1) mmiizo CCICTHF (1ml) (zmi 
fzyJi-i K (2 3mg) <&SD;LSaT— HfeHj^ L /:» ^J«*S4L. 
aat^jlA// ^ J-jl (1 0 0/1) TSgSt" S ^ y-'b;!; 5 A n v h J-' 
yy^ -tcXiommU ^fflfb^«-19mg. 9 5 %T'?|^:o 

^H-NMR (CDC Ig . 5 0 OMH2) -.6 2. 3 8 (s, 3H) . 
4. 03 (s. 3H), 4. 04 (s. 3H). 6. 48 (d. J=5. 5Hz, 
IH) . 7. 1 0-7. 4 5 (m. 9H) , 7. 5 1 (s. 1 H) , 8. 4 8 

(d. J = 5. 5Hz. IH) 

KfiiJ^fffl (FD-MS, m/z) :4 5 3 (M"^) 

4-h Kn^->7x-;b 3 - h 'J •7;U;j-D:^^>7 » h > (##^) 

IIJfe«a|2 2T^ifc4- hU-n-7'f^JUf^>-l h + x^ f-;b7 x y -jU 
(1. 3g) <tmiSD°04- (h 'J 7 7b:tay h + KV'/^i';!. i^anO 
y-fJl'J'ny K (674mg) iPuut^}\,L. (5ml) lc^)»U miRSiCt' 
X (h 'j7i^;l'+>7«7^ » ^^°7v>'t'A (I I) ^'Di; K (8mg) S-Atl. 
IBfejgMLfco SfES^!^^lltefJ2 3<!:|H|^©^ffiT'^lit5*{cJ:»5^|5x 

(2. Og) $-T-h7t Kd77> (4ml) liSl!?$-fr. 7k (5m i) t6N 
*IStoK^?S (15ml) 5-jD;tT8i^Pa^afltLfco -RJES^^S-*^^ nn*;!- 
AT-^ML, :?Dn;}T;l/Afi*BEK^^^^->';;AT'eii»s «ET»tSES±LT 

K*^tffffl (FD-MS. m/z) : 282 (M^) 
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Hife^^Jl 7 5 

U-V')-7Jltn:i h^jyyj^-Jl) {4- [(6. 7-i/Vh^v-4- 
7x-;M (2 8 4) 

^ifeWl 1 7lr?ifc4-t KD + i/7xi;U 3- h 'J 7;l.;4-D;f4-->7iji 
-'L' (5 8 1mg) t^mSi<0 4->>/^)l7i^t'<)-J> (2 7 7ing) 

=&+->u> (2 0ml) '^A^^ TiVo'^'m.Tm&'pmnu^c 

i^aa-e, 7-y/ h + ->+y iJ > (4 6 Omg) ^jdx^ 2 4^rHm«aiiE 

^o^hy^y^-lz^iynM^^ Stc^oo.twl/A/PKxf^yU (5/1) T 

4 7 Omg. JR$4 9%T-^A:o 

^H-NMR (CDC 1 g. 5 OOMHz) : 5 4. 0 3 (s. 3H) . 
4. 07 (s. 3H). 6. 66 (d, J==4. SHz. 1 H) . 7. 28 (d. 
J = 8. 5 Hz. 2H) . 7. 3 5 (d, J =8. 7 Hz. 2H) . 7. 4 6 

(s. IH) . 7. 4 7 (s, IH) , 7. 8 9 (d. J =8. 5 Hz, 2H) . 
7. 92 (d. J=9. 2Hz. 2H). 8. 59 (d. J = 4. 5Hz. 1 H) 

Kfi»«Tffi (FD-MS. m/z) : 46 9 (M^) 

HasMl 7 6 

4-;t h4^->7x-;l/ 4-3-K7x-;l/ » h > (#3ggi|) 
fPSRS®- h D y jj' > (1 Om 1) tfi^ rUISffi©7-V--'U (1. 0 8 g) i 
Tm&0 4-3-h'<>'/^Jli;a') K (2. 6 7 g) tWmS.<D^ yf-juf'^ 
^ il 1 ]) h>)yJlta;iif>7./Vt^^-\' (6 2 0mg) «-jH]^^ 6 CCtc 
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^#)^ 7 2 2 ra g ^ 2 1 %T-jf ^lo 
Ka5>tffil (FD-MS, m/z) : 3 3 8 (M"^) 

mmmm 

HJfe^Jl 1 9T-?l/:4-y h + ->7x^;L' 4 -a- K7x:::.;b h > 
(7 2 2mg) ^yi'Dny^> (2 0ml) (cig)i?L. *?#Tl. OMt^a> 
y>)zrni K-y^'DDy^^^St (9ml) ^rJo^. mi&'Pm.WLfZo llft^ 

^t^m 380mgsiR$55 %T-?|fco 

^H-NMR (DMSO-dg, 5 0 0MHz) :56. 89 (d. J = 
8. 6Hz, 2H), 7. 44 (d. J=8. 5Hz. 2H). 7. 65 (d, 
J = 8. 6H2, 2H). 7. 92 (d. J=8. 5Hz, 2H). 10. 47 
is. IH) 

«fi:»*fffl (FAB-MS. m/z) :3 2 5 (M"^ + l) 
lim^J17 8 

{4- [(6. 7-->V h^->-4-4y'J>'U) ;<-^v3 7x-Jb} (4-3 
-K7x-;b) (2 8 5) 

TJl:f>mLT. lli6ffiJ12 0t?»fc4-tKD + ->7x-.»b 4-3- K7 



wo 97/17319 



1 5 5 



PCT/J1>96«3229 



J.-JI, >rh> (3 8 0mg) t 4 - / f-JlT i J ') (1 58mg) ^■ 
+ (1 1ml) *^Atimfi*«i$L/ro 21^^*4 - 5- nn- 6. 7- 
i^'y h+->+y (2 6 2mg) 5:Jnx.» imamsmitzo SlC^l^ii^iS 

^H-NMR (CDClg. 5 0 0MHz) -.64. 0 3 (s, 3H). 

4. 0 7 (s, 3H) , 6. 6 6 (d. J = 4. 9 Hz. 1 H) , 7. 2 7 (d, 

J=7. 6Hz. 2H). 7. 46 (s. 1 H) , 7. 47 (s. 1 H) . 

7. 54 (d, J=8. 6Hz, 2H) . 7. 88 (d, J=7. 9Hz. 2H) 
. 7. 90 (d, J=8. 6Hz, 2H) , 8. 5 8 (d, J = 5. 5H2, 1 
H) 

®«5}#rffi (FD-MS. m/z) : 5 1 1 (M"^) 

4-/ h^i/y 4-fa^yj.~)l »h>(#%g>J) 

rtJB55i.O-hny^'>' (1 Om 1) +^ ifi|Rp°D©7-V--'U (1. 0 8 g) t 
r|TBRD°o0 4-7'D*'<>>/'r;l'^n'J K (2. 2 0 g) irplSSO^ •yf^l'b''^ 
A (I I I) hiJ7;U*D>:J'>X;U*^-h (6 2 0mg) ^rjDx^ 6 O'CiC 
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^mi. 6 5g. iR$5 7%T'mfco 

^H-NMR (CDClg. 5 00MHz) : 5 3. 89 (s, 3 H) , 6. 
97 (d, J = 8. 6Hz. 2H). 7. 62 (d. J = l. 8Hz. 2H). 

7. 62 (d. J = l. 8Hz. 2H), 7. 80 (d, J=9. 2Hz. 2H) 
nm^mm (FD-MS. m/z) : 290 (M^) .2 9 2 (M^ + 2) 

Utet^JlSO 

(1. 6 5g) <&i?i'DDy:J'> (2 0ml) IC^#PU *?#T1. OM:Kd> 
h'jrn; V-'^^uziJ.$ymk (2 3ml) *J)DX. mfi*«ifLfco l«t 
aK^<ji^!^^7|c*'si,|j-, 7K<i:J'nn;J-.;l.AT-5^ijt3to ^ OD;h;l.A)iJ&ii 

Oit^m^ 1 . 3 4 g . 8 5 %T'{ifco 
^H-NMR (DMSO-dg, 5 0 0MHz) : 56. 90 (d. J = 

8. 5 Hz, 2H) . 7. 6 1 (d. J =8. 5Hz, 2 H) . 7. 6 6 (d, 
J = 8. 6Hz, 2H), 7. 74 (d, J = 8. 5Hz, 2H). 10. 46 
(brs. IH) 

SfiiJSrffi (FD-MS. m/z) : 2 7 6 (M"*") .2 7 8 (M'*"+2) 

{4- [(6. 1--J/ \'^i^-4-^J t^i/] yj^-M (A--f 
D^7x-;l.) jt^y> (286) 
7;l'3->sia[-fvllltefl»ll 2 3Tm/:4-b Ka + ->7xJi;b 4-7d*7 
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iSlml) 'p-sXtlW^'PmitZo 3 0ili'4t4-^an-6. 7 
--yyt h + -/+/'J> (9 5 4mg) ^iDx., imaf^MMltZo SfiSS^^ 

o*;UA/ftffixf-;P (5/1) T'g5lt-5aig>'J*y^l'i'nv h^'57-<- 
{cit)fliaL. mm<D^t^^il. 5 74 g. iR*7 

^H-NMR (CDC 1 g, 5 0 OMHz) : 5 4. 0 5 ( s , 3 H) . 
4. 06 (s. 3H) . 6. 66 (d. J = 4. 9Hz. 1 H) . 7. 27 (d, 
J = 8. 6H2, 2H), 7. 46 (s. 1 H) . 7. 47 (s, 1 H) . 
7. 65 (d. J=7. GHz. 2H) . 7. 70 (d. J = 8. 5Hz, 2H) 
. 7. 90 (d. J = 8. 6Hz, 2H), 8. 58 (d. J=5. 5H2, 1 
H) 

Sft^fffffi (FD-MS, m/z) :46 3 (M^), 46 5 (M "'■ + 2) 

{4- [(6. l-'J/ il) y :>L-M [4- 

(N-;t^;t/h'^5-:^y) 7xx>'b] ;<j^y> (2 8 7) 
T>'^:^>m«ET^ IUfe«^J12 3T?ifc4-t Ka+i'7ii;l' 4-7'Dt7 
^y-y (2 3 2mg) «-h;Ui> (Sml) ^^Ati^ SlcmBSSON 
-;'5^;l/f'<7-:^> (6 1mg) . ThhU-^A t-T^h + ^K (6 7mg) , 
h';^ (h'j7x^jU*X7^ V) f<'j'Ji^U (1 I) ^-nij K (7mg) ^-Jdx. 
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ETmmw^^mintz^mi:. i^ant>jii^// ^^/-ji^ (1 0/1) x-mm 

^H-NMR (CDClg. 500MHz) : 5 2. 37 (s, 3H). 
2. 58 (t. J=5. 5H2. 4H). 3. 41 (t. J=5. 5Hz. 4 H) 
. 4. 04 (s. 3H), 4. 06 (s. 3H). 6. 63 (d. J = 4. 9H 
z. 1 H) , 6. 9 2 (d, J = 9.. 2Hz, 2H) , 7. 2 5 Cd, J = 
8. 5Hz, 2H). 7. 45 (s, 1 H) . 7. 51 (s. 1 H) . 7. 81 

(d. J = 8. 5Hz. 2H). 7. 87 (d, J=8. 6Hz, 2 H) . 
8. 56 (d. J=4. 9Hz. 1 H) 

Mfi5J*f{t (FD-MS, m/z) :4 8 3 (M"^) 

mmm i s 3 

<4-[(6. 7--:f/h^'y-4-^y')Jl)^^i^ly^-M [4-^ 
>'U:^|Jy7x-;^] (2 8 8) 

T;l.3'>ftffiT. mmmi 2 3T-^fc4-t Ko + i^^i^^U 

(2 3 2mg) ^-hJlxv (5ml) tp^AiX. Slc:rlJBSD°D©* 
Jl'*!)^ (5 2mg) , r^h'JOA t -r h + -> K (6 7 m g) > h'X (hU 
7x^;U5^X7-f » '<7=^^U (I I) ^'□ij K (7mg) ^nk.iz:4k.^ 
1 0 0 tint' 1 Mm Lfco RJO)i^«!I^tafD:l{t:f- h U A*Sjg t J- d d.+^U 

±^{|btifcK««-. ^nD--}^;uA/i^i!?i5^jb (5/1) r-g|gtsS)i-> U 

*y;U^Dvh;'-77>f-I^J;»J*ISL> «a©<b^«ll^3 2mg, iR$14% 
^H-NMR (CDC1<5. 500MHz) :ff3. 34 (t, J = 4. 9H 
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2. 4H) . 3. 8 8 (t, J =4. 9 Hz, 4 H) , 4. 0 4 (s. 3H) . 

4. 07 (s, 3H), 6. 64 (d, J = 5. 5Hz, 1 H) , 6. 92 (d, 

J = 9. 2 Hz. 2H) , 7. 2 6 (d. J = 7. 3 Hz. 2 H) . 7. 8 3 
(d. J=9. 2Hz. 2H), 7. 87 (d. J = 8. 5Hz. 2H) . 

8. 5 6 (d. J = 5. 5 Hz, 1 H) . 7. 4 9 (s, 1 H) . 7. 5 1 (s. 
IH) 

KS^tffffl (FD-MS, m/z) : 47 0 (M"^) 

(4- [(6. 7-yy h^->-4-^>"J;t>) ^^->] 7x-;U} [4-b' 
o'j yy7x-;l/] > (2 8 9) 
T;bzi'>§iffiT> Hite^Jl 2 3T?|fc4- t Ko + i/7i-Jl- 4-^0^7 
frVy (2 3 2mg) J£•^;^x> (5ml) 4"^Atix MirrpfiSSOh" 
n'j->'> (4 3mg) . i-V')tf2^ t-T-h + ^K (6 7mg) . h';^ ( h 
7i^;b.t<X7^» (I I) i-DiJ K (7ing) «-SD;ifc^. 10 

0 1 L fcc Rm^#I*iafO^{b:»- h 'J -i? ATK^fti n d *yUAT 

ilbtl/^afi?:, ^'Da^>;bi./|^»x5^jU (5/1) -eggg-f SSei/ 'J A^p- 
^b^ h^^77-r -tCckt)flSU gli©<b^«!l5-4 5mg. iR^2 0%T-^ 

^H-NMR (CDC 1 3. 5 0 0MHz) : 5 2. 0 5-2. 0 8 (m, 4 
H) , 3. 3 8-3. 4 1 (m. 4H) . 4. 0 4 (s. 3H) , 4. 0 6 (s. 
3H) . 6. 57 (d. J = 9. 2Hz, 2 H) , 6. 62 (d. J=4. 9H 
2. IH), 7. 24 (d, J=8. 6H2. 2H). 7. 45 (s. 1 H) . 
7. 52 (s. IH). 7. 82 (d. J = 9. 2Hz. 2H) . 7. 84 (d, 
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J=8. 5Hz, 2H). 8. 55 (d, J = 4. 9Hz, 1 H) 
SS^ffffi(FD-MS. m/z) :45 4 (M"^) 

mmm 18 5 

(4- [(6. 7-^;^ h^i/-4- + y'J;U) ;t4->] 7x-;b} U-i-' 
^*}'JJ7ji-jV] (2 9 0) 

TJlzfy^mr, lll6f«Jl 2 3T'?|fc4-t Kd + ->:7j,-jU 4-70*7 
j^-jl -yhi/ (2 32mg) <£• h^L-x^ (5ml) ^^Atl^ MlcTtiigiS® h* 
'^'J •>'> (5 Img) . h 'j-^A t -T-h + i/ K (6 7mg) . fx (hg 
yx.-jlt^:K74 » '<=7V'^h, (I I) ^'n') K (7mg) <&j!iD;ifcft. 
1 0 0 r * 1 Bftffijf L /Co 5^^S^«!I^^fiafa^^b:^ h 'J 17 ATkjgffi i ^' o d ;U 

^^'^huizmm:. puvt^jiA/mm^i^^ji' (5/1) T-Jsggi-4SB->v 

^y;l/5'Dvhr77^-lcJ:f)ISiaL, ga©{l:^^«-7 5mg, JR¥32% 

•^H-NMR (CDC 1 g, 5 0 0MHz) : 51. 68 (b r s. 6H) . 
3. 38-3. 3 9 (m. 4H) , 4. 04 (s. 3H). 4. 06 (s. 3 H) 
. 6. 63 (d. J=4. 9Hz. IH), 6. 89 (d. J=8. 6Hz, 
2H), 7. 25 (d. J=8. 5Hz. 2H). 7. 45 (s, 1 H) . 
7. 52 (s. IH). 7. 80 (d. J=9. 2Hz. 2H). 7. 86 (d. 
J=8. 6H2. 2H) . 8. 56 (d. J=4. 9Hz, 1 H) 

Kft^Jlffffi (FD-MS. m/z) :468 (M"^) 
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MffiPl 8 6 

N- (2-:^ V^i/-A-t'y JL-Jl) -N' - (4- [(6. l-'JfV^ 
•>-4-^J<)tl) yt^vl ^x-yib} 0U7 (2 2 2) 

6, 7 -'J/ h + (4-T5 y7xy + v/) +/'J> (5 2mg) ^ 

h;Ux> (5m 1) lc!gSL^ h'Jx5^;U7i> (1ml) ^rtiO;ifc&. h 'J 7 
*xy> (5 2mg) ^•iQ;i. 23JPBm«yiaSL7to SIE^S^c2-/ h + 
-f7xJijU7i > (1 0 3mg) '^ta^^ 1 3^JP^Ma«SELfco SlCjSlwR 
KtK*:)- h U ■5A7KS«^JD^, 8lFKx^;UT'2lHlfflaiL/:^W«l$:IS?D:ft:^ 

D^wUA/T-b hV- (10/1) T-Sgif-Si/'J 7!7'!fJl'*7Ai'D-7 h5''57^ 

H-NMR (CDC 1 3. 5 0 OMHz) : 6 3. 6 7 (s, 3 H) , 
4. 0 0 (s, 3H) , 4. 0 4 (s, 3H) . 6. 4 4 (d. J =5. 5H z. 
IH) , 6. 8 6 (d, J = 8. 5 Hz, 1 H) . 7. 1 0 (d, J = 8. 6H 
z. 2H) , 7. 21-7. 37 (m, 4 H) . 7. 43 (s, 1 H) . 
7. 5 3-7. 5 9 (m, 5 H) . 7. 7 9 (s. 1 H) , 8. 4 1 (s, IH) 
. 8. 48 (d, J=4. 9Hz. 1 H) . 8. 53 (d, J=2. 4Hz. 
IH) 

Kfi^»ffi (FD-MS. m/z) :52 1 (M"^) 

^mi 8 7 

N- (2, 6-->W::^nti.iU-7x-.>l/) -N^ - {4- [ (6. 7-vy h 
4-->-4-4^yg.>l/) 7x-;U} KfUT (2 2 3) 

6. 7-i5;' h + ->-4- (4-7iy7xy + >') (5 4mg) ^ 

h;Ux> (5in 1) IcBfflLs h')xf-;i.7i> (1ml) ^-DD^fe^^ ij 7 
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(5 3ing) 'S:m^. 8 i^P^j jDlKJiSaE L /:<> Rmmc2, 6-i>^v:f 
Dt';l/7^|J> (0. OSml) 5rtD^, 1 5^>FB^»DlKi«MLfcc KUcmz^m 

*;UA/7-trh> (10/1) X'mmti>')iJf^l't)^Airnr^Vr'7y^- 

izj^m^u mm(Dit^'S:6 9m g. mie%r''^fzo 

^H-NMR (CDC 1 g, 5 0 0MHz) : o 1. 2 6 (m, 12H) , 
3. 3 9 (m. 2H) , 4. 0 3 (s. 3H) . 4. 0 4 (s, 3H) , 
6. 0 9 (brs, IH) , 6. 2 8 (br s, 1 H) , 6. 4 2 (d, J = 
5. 5 Hz. IH) . 7. 0 8 (d, J =8. 5H z, 2 H) . 7. 2 6 (m. 
IH) . 7. 2 9~7. 4 0 (m. 5H) , 7. 5 3 (s. 1 H) . 8. 4 6 
(d. J = 4. 9Hz. IH) 
Ha^tffil (FD-MS. m/z) :4 9 9 (M"^) 

mmm i s 8 

N- (2-»DD-4--hn7x-;l/) -N" - {4- [ (6. 7-yy h 
^■>-4-^y'J;U) ;f^->] 7x-;b} '^U7 (2 2 4) 

6, 7-vy h + v'-4- (4-7i >'7xy + •»+>") > (1 0 4nig) 
(10ml) CSPSftSIBLfc^. 2 - ? d o- 4 -- h a7x:i.;b^ 
Vy7^-h (1 5 Omg) «-Jd^^ 1 O^PeMiiaiL^o tfrtbLT^fcl^S 

10 0%T'#^:e 

^H-NMR (DMSO-dg. 5 0 0MHz) :<5 3. 9 4 (s. 3 H) , 
3. 95 (s. 3H). 6. 46 (d. J = 5. 5Hz, 1 H) . 7. 24 (d. 
J = 9. 2 Hz. 2H) , 7. 3 8 (s, IH) . 7. 5 1 (s. IH) . 7. 
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62 (d, J=8. 6H2, 2H), 8. 23 (m. 1 H) , 8. 35 (m. 
IH) . 8. 4 6 (d. J =5. 5 Hz. 1 H) , 8. 5 7 (m. 1 H) . 
8. 84 (b r s. 1 H) , 9. 85 (b r s, 1 H) 
Sfi^^tlTfii (FD-MS. m/z) : 4 94 (M^) ,4 9 6 (M'^ + 2) 

^te^Jl 8 9 

N- (3-^na-2-y h^>7x-;P) -N' - {4- [ (6. 7-->y 
h»y-4-4->"J;b) :t^^->] 7x-;b) (2 2 5) 

6. h + 1^-4- (4-7 5 y7xy + -» +y'J > (5 8mg) 

(5ml) \z.mm^Li-Jk-. 3-5-00-2-^ h + >'7x^JH'V 
•>7*-h (0. 1ml) 2 2^P5i!nilfeS«£L;to n d 

/7-feh> (10/1) -!:m^th'y')ti>f)\'i]=iL.^xi-7\'^=j-j^-\zi.V) 
WSIL. «ScD{t^!a*7 5mg, iR^8 0%T{i/:c 

H-NMR (CDC 1 g, 5OOMH2) : (5 3. 7 3 (s, 3H) . 
4. 02 (s. 3H). 4. 05 (s. 3H) . 6. 47 (d, J=5. 5Hz, 
IH) . 7. 0 1-7. 0 6 (m, 2H) , 7. 1 5 (d. J = 8. 5 Hz. 
2H), 7. 43 (s, IH). 7. 52 (d, J = 9. 2Hz, 2H). 
7. 57 (s, IH). 7. 81 (s. 1 H) . 8. 1 6~8. 19 (m. 2 H) 
. 8. 5 0 (d. J =5. 5H2, IH) 

Sft^Jfffl (FD-MS. m/z) :4 7 9 (M"*") . 48 1 (M^+2) 

Wm\ 9 0 

N- (2-^nD-6->^^l/7x-jl/) -N' - (4- [ (6. l-'JJ. V 
^v-^-irJ ;j-^->3 ■73.-M '>U7 (226) 
6. 7-i?^ h + >'-4- (4-7; y7iy + -» +/y> (5 2mg) 
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7:^-h (0. 1ml) ^taA.. ni^mmimmifz^ VriaiT^tzm^^^m 

^H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 28 (s, 3 H) . 
3. 94 (s, 3H). 3. 94 (s, 3 H) . 6. 43 (d. J=4. 9H2, 
IH). 7. 18 (d. J=9. 2H2. 2H). 7. 2 0-7. 3 6 (m, 3 
H) . 7. 38 (s, IH). 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz. 2H). 7. 98 (s. 1 H) , 8. 45 (d. J=5. 5Hz. 1 H) 
. 9. 0 3 (s, IH) , 

eS^}«ffi (FD-MS, m/z) :46 3 (M"^) , 4 65 (M'^+2) 

m&m 19 1 

N- iS-jfuu-e-/ h^->7x-;I/) -N' - {4- [ (6. 7 -'J/ 
4 ■/');!/) 7 x-;U} -^uy (2 2 7) 

6, 1 -i^/ V^'>-4 - (4-7iy7iy4-v/) +y U> (5 2mg) 5: 
h^bx^ (5ml) lC]!i|ft^^?Lfc^^ 3-i'nn-6-^ h 4^ ■> 7 x x;l"f V 
v-T^^-h (1 1 Img) '^Ija^^ 2 9^iiTii1iamSMLtZo n^i^ ant.}\,l. 
/7-kh> (1 0/1) TSBatS>")*yjL'*7A^'n^hr5 7-f-lcJ;|3 
ffiSS! ^rno^t^m 8 4 m g , JR$ 1 0 0 HT-nitc 

^H-NMR (CDClg. 500MHz) : 5 3. 60 (s. 3H), 
3. 99 (s, 3H) , 4. 05 (s, 3H) . 6. 46 (d. J=4. 9Hz, 
IH). 6. 69 (d. J=8. 5Hz. 1 H) . 6. 90 (m. 1 H) . 
7. 11 (d. J=9. 2Hz. 2H). 7. 42 (s. 1 H) . 7. 53 (d, 
J =8. 5 Hz, 2H) , 7. 5 8 (s, 1 H) . 7. 8 2 (s. IH) . 
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8. 32 (m. IH), 8. 48 (d, J = 5. 5Hz, 1 H) , 8. 52 (s, 
IH) 

Sli^tfrffi (FD-MS, m/z) :4 7 9 (M"*") . 48 1 (M'^ + 2) 

N- (4-:yoa-3--hD7x-;b) -N' - (4- [ (6. h 
4^v-4-^>"JJl/) t=>riyl C'Uy (2 2 8) 

6, l-'J/ V^v-A - (4-7? y 7iy + » > (5 2mg) * 
(5ml) \zlMW^f^Lfd@i^ 4 - ^' a a - 3 h n 7 V -> 

7*-h (224rag) ^ln;l. 8^rB«SffiL/Co tfftilLT^/;ifeBl4-»BSt 
U f-;l'JL>-CzS^t5Cilci*}^®{t^^l 2 5mgs iK*75%T?| 

■•^H-NMR (DMSO-dg, 500MHz) :i53. 93 (s, 3H), 
3. 95 (s. 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J = 8. 5Hz, 2H), 7. 38 (s. IH). 7. 51 (s. IH), 
7. 60 (d. J = 8. 5Hz. 2H) . 7. 65 (s, 1 H) , 7. 67 (s, 
IH), 8. 31 (s. IH). 8. 46 (d, J=4. 9Hz. 1 H) , 

9. 01 (s, IH) , 9. 27 (s. IH) 

®«^«ffit (FD-MS. m/z) :4 6 3 (M'''). 4 65 (M "'" + 2) 

llifef]19 3 

N- (2. 4->'^Dn7x-;I/) -N' - {4- [ (6. 7-->y h4'>- 
4-4^y'J.>b) ;t-^->] ^x-jP} -^^7 (2 2 9) 

6. h + v'-4- (4-7i /'7xy + v') > (5 3m g) 

h-'l'i^ (5ml) \mimmLfz.'>k. 2, 4 - od^x^^W y ^7;j^_ 
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h (1 1 Smg) im^. 2 O^JFeWiiatL^ic VrHilTttzm^^msiU 

^H-NMR (DMSO-dg. 500MHz) :53. 94 (s. 3H). 

3. 95 (s. 3H). 6. 45 (d. J = 4. 9Hz. 1 H) , 7. 22 (d. 

J = 8. 6 Hz. 2H) , 7. 3 9 (s, 1 H) . 7. 4 0 (m, 1 H) . 7. 

51 (s, IH). 7. 59 (d. J=9. 2Hz. 2H), 7. 62 (m. 1 
H) . 8. 21 (d, J=9. 2Hz, 1 H) . 8. 40 (s, 1 H) . 8. 4 
6 (d, J=5. 5Hz, IH) , 9. 56 (s, 1 H) 

«fii*tffffl (FD-MS. m/z) :4 8 3 (M"^) 

N- (2. 6-i^^OD7x-;b) -N' - {4- [ (6. 7-'J>' h^-/- 
4-'^J>)Jl) 7t^->] 7x->>U) -^^UT (2 3 0) 

6. 7--:^y h + i/-4- (4-7 5 y 7iy + i» > (5 2m g) ^ 

hJlx> (5m 1) JCtolft^^Lfcfts 2. 6- v:?o□7x:::.;^-^V->7:f- 
^ (12 Smg) ^Jnx.. 1 23JFato«ai)!tL^:o tfftBLT§fcfeg5-«KU 
h ;Ux yi^mt S r i {I J: f5 Se©ft^«3^ 8 1 m g . iR^ 9 6 %T"?ifc„ 

^H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s. 3H) , 
3. 94 is. 3H). 6. 43 (d. J=5. 5Hz. 1 H) , 7. 14- 
7. 20 (m. 2H). 7. 32 (dd. J=7. 9. 7. 9Hz. IH), 
7. 38 (s, IH). 7. 51~-7. 54 (m. 3H), 7. 60 (d, J = 
9. 2Hz. 2H). 8. 23 (s. 1 H) , 8. 45 (d. J=5. 5H2, 
IH) . 9. 0 9 (s, IH) 

Sfi^tfrffi (FD-MS. m/z) :4 8 3 (M"^) 
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HiS^i] 19 5 

N- {4- [(6. 7-v?;t h4-y-4-^y Uvl/) t^i/] ■? s.->\>\ - 

- [1- xf-;U] -t^UT (2 3 1) 

6. 7 h + ->-4- (4-7^ y7x/ + -» +y'J > (5 4ing) ^ 
(5ml) icJnlfiSISLfc^s 1- (l-:^75^;^) x^^KVi'T^ 
-h (0. 05ml) ^Jn^. 1 OO^PBlftllfeiSJSLfco SS?ri'DD;^-v;l.A/ 
T-feh> (1 0/1) S->U;!7'!r">'l'*7A^'D-7 Y ^"j-y ^ 

SiL, ^CD<b^!^^6 5mg. itK^ 7 2 %T-^yCo 

^H-NMR (DMSO-dg, 5 0 0MHz) : <5 1. 55 (d. J = 

6. 7Hz, 3H). 3. 93 (s, 3H). 3. 94 (s. 3 H) . 4. 62 
(m, IH). 6. 39 (d. J=4. 9Hz. 1 H) . 6. 79 (s, 1 H) , 

7. 11 (d. J=9. 2Hz. 2H), 7. 36 (s. IH), 7. 49- 
7. 5 8 (m, 7 H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m. 1 H) . 8. 1 
7 (m. IH) , 8. 4 2 (d. J =5. 5 Hz. 1 H) . 8. 5 2 (s, 1 H) 

Me:»tfftt (FD-MS. m/z) :4 9 3 (M"*") 

II^Ml 9 6 

N- (,2-'a.--y=i-)\>v z.=.iV) - {4- [ (6. 7-vj' h4^->-4 
-^J i^^'A 7x-;l-} ^\^7 (2 3 2) 

6. 7-i/*y h + i'-4- (4-7iy7iy + v') +y')> (l l 9mg) 
^h;bx> (12ml) icSfflU hijx^;l/TJ> (2. 4ml) ^-Jnifc^, 
hV7*xy> (13 3mg) *Jd^. 2^ra]!lDj»a«ELfco 5JC:«t(::2-n- 
:/^;U7xx;l/T5 > (0. 1 3ml) ^•Jni^ 1 O^PaSOi^iiELfco RJBffi 
h V '5A;!KiSffi^3in;i^ ^' Dn*jl-AT2lHlffltbLfc^^t8S*«S 
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DD:^;UA/7-b h> (4/1) X'S^t^'y 'JtiYJi'iJ "7.1*^0^ 5 
-iz^iommi. SHO-fb^tl^l SOmg. it2$6 9%T?lfco 
■^H-NMR (DMSO-dg, 5 0 0MHz) : <5 0. 9 2 (t. J = 
7. 5Hz. 3H). 1. 3 2-1. 4 0 (m, 2H), 1. 50-1. 57 
(m. 2H), 2. 59 (t. J = 8. 9Hz. 2 H) , 3. 93 (s. 3H). 
3. 9 4 (s, 3H) . 6. 4 4 (d, J = 4. 9 Hz. 1 H) . 6. 9 8- 

7. 02 (m. IH) . 7. 12-7. 17 (m. 2H) . 7. 1 9 (d, J = 

8. 9Hz. 2H). 7. 51 (s, 1 H) . 7. 58 (s, 1 H) , 7. 59 
(d. J = 8. 5H2. 2H). 7. 71-7. 75 (m, 1 H) , 7. 89 
(s. IH). 8. 46 (d, J = 4. 9Hz. 1 H) . 9. 11 (s, 1 H) 
Kfi^ttfffl (FD-MS, m/z) :47 1 (M"^) 

mmm 1 9 7 

N- (3-x h^->;!7;l.d<-;l/7x-;l^) -N' - {4- [(6. l-'J/h 
;j-^->] 7:l-M -^1/7 (2 3 3) 

6, 7-i?j' h + >-4- (4-7i y 7xy+-» +y'J > (1 3 Img) 
?rb;Ujr> (10ml) (Cja.^^*¥L> h'Jx^;1.7i> (2ml) ^Isa^tz^. 
h'J7*xy> (2l3mg) ^JD^. 2^Tmm8mitZo R;E«i:3-7i 
/^.i.#i?xf-;l,x7.x;l' (0. 1ml) ^-ttix.. 75^raJnlft««L/:e Si&^K 
JcJ^KtKS?:!- ^ >J ■i7A*jg/fe«']!ra;ts »Sx5^JUT-2Isia{ilLfc^t«S^iafO 

^'DDt^.»^A/7■t h> (10/1) r'mMtii^'JtiYj\^i}yAi^u-7hirv 
y^-izxmmu siio^t^^ 2 1 4mgs ijx^i 0 o%T-»fcc 

^H-NMR (CDClg. 500 MHz) :51. 36 (t, J = 7. 3H 
z. 3H). 4. 02 (s, 3H). 4. 05 (s. 3H) . 4. 36 (q. J 
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= 7. 3Hz. 2H). 6. 45 (d. J = 5. 5Hz. 1 H) . 7. 13 (d. 
J=9. 2Hz, 2H), 7. 3 8-7. 4 5 (m. 4 H) . 7. 48 (d, J 
= 9. 2H2. 2H). 7. 56 (s, 1 H) . 7. 75 (d. J=7. SHz, 
IH), 7. 80 (d, J = 7. 9Hz. 1 H) , 7. 90 (s. 1 H) . 
8. 48 (d, J = 4. 9Hz. 1 H) 
KS:»»fii (FD-MS. m/z) :48 7 (M^) 

mi^mi 9 8 

N- (2, 3-v?^DD7x-->U) -N' - {4- [ (6. ^-vV h4->- 
A-^J'})V) ir^-yl 7x-;U} ^l^y (2 3 4) 
6. 7--:>y h + ->-4- (4-7 5 y^xy + V) 4-/ (5 2mg) * 

(5ml) fcfti.«i®»L)tms 2. 3 - o d 7x.^>/i/-r 7 -yr*- 
h (0. 0 5 ml) itD^. lo^rsnai^mifzc Kf&mt&a^ou^i-.jii./- 

7-brh> (1 0/1) T'mmi>->*)i}^')l'i7yM^^'o-7hi7'yy^-lzXi!)n 
S!!L. Sjl©jb^'fe«-8 4mg^ iR*l 0 0%-?rlt/Cc 

^H-NMR (CDClg, 5 0 0MHz) :54. 00 (s, 3H). 
4. 05 (s. 3H). 6. 45 (d. J=5. 5H2, 1 H) . 7. 1 1~ 

7. 17 (m. 4H), 7. 41 (s. 1 H) , 7. 53 (d, J=9. 2Hz, 
2H). 7. 57 (s. IH). 7. 91 (s. IH), 8. 22 (d, J = 

8. 5Hz, IH). 8. 48 (d. J=5. 5Hz. 1 H) , 9. 12 (s. 
IH) 

Mft:»tFfffl (FD-MS. m/z) : 48 3 (M"^) 



wo 97/17329 



1 7 0 



PCT/JP96/03229 



mmffi 1 9 9 

N- (2. 4-->'j^DD7x-;l/) -N' - (4- [ (6. l-'J/h^'y- 
4-^y'))l) t^'A 7x-;U} ^\y7 (2 3 5) 

6. 7 h + v'-4- (4-7i>'7iy + >') ^ J ^) y (58m g) ^ 
h;Ux> (5ml) \zmmi^Lfz''k. 2, 4-y5'DD7xJ^;b^ v>7^- 
h (9 3mg) ^m^^ 2Qihfimf^SMUzo SlCjgfS^i' o D*;l.A/7-lr 
f-> (1 0/1) T-gggt'5->'My>'l':^7A^'Dv -ICjc^HIKL. 
«e©{t^ife^ 6 9 m g. IR* 7 3 %T'{ifco 

••^H-NMR (CDCI3, 500MHz) :54. 04 (s, 3H). 
4. 0 6 (s. 3H) . 6. 4 7 (d. J =4. 9 Hz. 1 H) . 6. 9 8 (d 
d, J=2. 4. 8. 5Hz. IH), 7. 19 (d. J=8. 5Hz. 2H). 
7. 25 (s. IH), 7. 29 (s. 1 H) . 7. 39 (s, 1 H) . 
7. 43 (5, IH), 7. 52 (d, J=8. 5Hz, 2H). 7. 56 (s. 
IH). 8. 40 (d. J=2. 4Hz. 1 H) . 8. 50 (d. J=4. 9H 
z. IH) 

M^«Tffi(FD-MS, m/z) :48 3 (M"^) 

N- (3. 4->>'j^oo7x-;l/) -N' - (4- [ (6. l-'J/ V^i/- 
4-4y'J;l>) :t^->3 7X-.IU) -^Uy (2 3 6) 

6. l-'J^ h + ->-4- (4-7iy7xy + » +y |J> (51mg) ^ 
Y)1:l> (5m I) CftJlft^jSLfcSfc. 3, A-'J^ oav v -yj^- 

V (10 2mg) ^JDAs 85>HJnl!yailEL/to ffajLTtfcgS^:«]RLx h 
^l'X>T-zfc^t-5C<!:l-i:l?Sfi0^b^fe«-7 lmg> JR^8 4%T-?ifco 

^H-NMR (DMSO-d^. 500 MHz) :<5 3. 94 (s. 3H), 
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3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz. IH). 7. 14~ 
7. 2 4 (m. 2 H) . 7. 3 4 (m. 1 H) , 7. 3 8 (s, 1 H) . 
7. 5 0-7. 5 2 (m. 2H) , 7. 5 9 (d. J =9. 2 Hz, 2H) , 
7. 88 (s, IH), 8. 46 (d. J=4. 9H2. 1 H) . 8. 92 (s. 
IH) . 9. 0 0 (s. IH) 

iFD-MS, m/z) :4 8 3 (M^) 

llffi«9|2 0 1 

N- (3. 5-'J^auyj.=.)l} -N' - {4- [ (6. 1-=J/ V^jy- 
A-^y 'J;U) :t^->] 7x-;l'} "^U-T (2 3 7) 

6. 7--:^/ h + ->-4- (4-T5 y^xy + i/) +y'J > (5 3mg) ^ 
hJUx> (5ml) lcjH]iiiS)SLfc»> 3, 5 - uay v i/j^- 

h (7 6mg) 8 ^P^JOllftfiiiSE L fco tfr* LT§fc*SS^j«ffiL, h;U 

^>-ei!fc^t'5Cilci;»3SS©il:^^^7 5mg. JR^8 7%T-?|fco 

^H-NMR (DMSO-dg. 5OOMH2) : 53. 93 (s. 3 H) . 
3. 94 (s. 3H). 6. 44 (d, J = 4. 9Hz. 1 H) . 7. 15 (s, 
IH), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, IH). 7. 54 (s, 1 H) . 7. 54 (s, 1 H) , 
7. 5 9 (d. J =9. 2 Hz, 2H) . 8. 4 6 (d. J =4. 9 Hz, 1 H) 
. 9. 00 (b r s, IH) . 9. 07 (b r s, 1 H) 
(FD-MS. m/z) :48 3 (M"*") 
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mMm2 0 2 

N- (4-^nu-2--hayx~Jl') -N' - {4- [ (6, h 
4^v/-4-4^>"J;l/) t^i/'i ^i'T (2 3 8) 

6. 7-->V h + ->-4- (4-7i>'7xy + » +y >j> (123mg) 
^h;Uxv (1 2ni 1) (c«D«i?g)S L fc^^ 4 - ^' n o- 2 h o7 x^;^- 
V->T^-h (17 2mg) ?rm> 1 45JKIin.«iSaELfco t»TtfJ LT§/c*±g 
h^l'X>-ei5fe^1-5Ci(cJ;DSffi©^t:^^^l 7 4mg^ iRs^S 5 

■"^H-NMR (DMSO-dg. 5 0 0MHz) : (53. 9 4 (s. 3 H) , 
3. 9 5 (s. 3H) . 6. 4 6 (d, J =4. 9 Hz. 1 H) . 7. 2 3 (d, 
J = 7. 3Hz. 2H). 7. 39 (s. 1 H) . 7. 51 (s. 1 H) . 
7. 62 (d. J = 7.-3H2, 2H). 7. 79 (d. J = 9. 2Hz. 1 H) 
, 8, 14 (s, IH), 8. 35 (d, J=9. 2Hz, IH), 8. 46 
(d. J = 5. 5Hz. IH). 9. 62 (s, 1 H) . 10. 0 (s, 1 H) 
SliJ«rtt (FD-MS. m/z) :4 94 (M"*") . 4 96 (M''" + 2) 

mm2 0 3 

N- (2-7? y-4-:^oo7x-;U) -N' - <4- [ (6, Y 
4->-4-4-y 'J;l^) :t^->] 7x-;U} (2 3 9) 

N- (4-i'nD-2--hD7i-jl.) -N' - {4- [ (6. l-'J/ h 
+ ->-4- + y'JJl/) 7}-+->] 7x-;b} C7UT(158mg) 5-i'DD*;l/A 
/i9J-S^/if. (1 Oinl/7 0ml/5ml) JcSPU ^;r«gK± h U '^^ 
^ (1. Gig) 5-Jra;t> 6 0"CICT3 7i)P^tt}?L;t„ DD-+;bA-e2lHlffl 

^ii«-a*u Kai?:^Dn;h;i,A/7-bh:/ (10/1) TSgg-tsi/ij^y 
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^H-NMR (DMSO-dg. 5 0 0MHz) : d 3. 94 (s. 3H). 

3. 95 (s, 3H). 5. 09 (brs. 2H), 6. 43 (d. J=4. 9 
Hz, IH), 6. 57 (m, 1 H) . 6. 78 (d. J=2. 4H2. 1 H) , 

7. 17 (d, J=9. 2Hz. 2H), 7. 34 (d. J = 8. 6H2, 1 H) 
. 7. 38 (s, IH). 7. 51 (s. 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H) , 7. 7 7 (s, IH) , 8. 4 5 (d, J =4. 9 Hz. 1 H) , 

8. 89 (s, IH) 

IIJfeW2 0 4 

N- (4- [ (6. 7-yy h4->-4-4^y'.i;i-) t=^i/2 •? j.-M - 

- (2-t: 'J •>^>-:^>>l/:tC-jU) "t^Uy (24 0) 
6. 7- -:;;' h + ->-4- (4-7 5 y 7x>' + -/) > (7 5mg) ^ 
(7ml) lca]iiS»?L. f-Uxf-jU7i> (1. 4ml) 5-jD;lfc^. 
hU7=i-xy> (2 01mg) ^•j!in;l. 1 ^Pam^SJS L fco 5lCft(c2-t''J 
K (1 0 2mg) 5-3)n;i. 3B#rBm«Sj8i(tL^o Sl&ffilcKR 
h U ■>A;!K^?$^»a^, ilEKxf-;bT-2lHiatilLfc^W«IS?-tSfa^* 

:J-.;bA/7-lr h> (10/1) -eSggt'5->'J7^7y;U*7i»i'Dvh^-7 7>f- 
icitJ^tSIU Seoft^feS-8 6mg. JR$7 7%T}|fco 
^H-NMR (CDC 1 3. 5 OOMH2) : 5 4. 0 6 (s, 3H) . 

4. 06 (s. 3H). 6. 49 (d. J = 4. 9Hz, 1 H) , 7. 20 (d, 
1=9. 2 Hz. 2H) . 7. 4 3 (m. 1 H) . 7. 5 7 (s. 1 H) , 

7. 59 (m, IH) . 7. 7 1 (d. J = 9. 2Hz, 2H) , 7. 97 (m. 
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IH) . 8. 2 8 (d, J =7. 9 Hz, 1 H) , 8. 5 0 (brs, 1 H) , 
8. 68 (d. J=4. 9Hz, 1 H) , 10. 1 (brs. 1 H) . 10. 7 
(b r s, IH) 

©fi^^tFfffi (FD-MS. m/z) :4 4 4 (M"^) 

K- (3-^no-4, 6-->V h^^7x-;l-) -N' - {4- [ (6. 7 

6. 7-xy h + ->-4- (4-7i y 7xy + » > (5 4mg) ^ 

h;Ux> (5 ml) tcSDlfe^»LA:^. 3-J'od-4. 6 - h + 
Jly^yi/T^-h (76mg) ^•tin.tv 1 B^^rams^iiJlELfce Rfi5»^^i«•^'D 
ut^jlM./T-th> (1 0/1) ■ZrJlggt*->'J5^7y-'l'*5i.^n v- h/5:7-f 
-{iJ;t)lflSi!L, gfiO-fb^tl^g 3mg, JR?51 00%Tiifco 

^H-NMR (CDC 1 3. 5 0 0MHz) : 53. 76 (s, 3 H) . 
3. 87 (s. 3H), 4. 02 (s. 3H) . 4. 05 (s. 3 H) . 

6. 46 (d, J=5. 5H2. IH). 6. 49 (s. 1 H) , 7. 13 (d. 
J = 8. 5Hz. 2H), 7. 20 (s. 1 H) . 7. 42 (s, 1 H) , 

7. 50 (d. J=8. 5Hz. 2H) , 7. 5 7 (s, 1 H) . 7. 59 (s. 
IH). 8. 12 (s. IH). 8. 48 (d. J=5. 5Hz. 1 H) 

efi^Jtffit (FD-MS. m/z) : 5 09 (M"^) .511 (M"^ + 2) 

N- (4-:^oD-2-yf-;l'7x-Jl>) -N' - {4- [ (6. l-i^/ h 
4^v/-4-^y'J;l^) ^^-^l "truy (242) 

6. T-'J^ h+->-4- (4-7;y7iy + -» (55mg) «• 
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h;bx> (5ml) tc1]af!mmitz'4t. 4-i'OD-2-;'^;U:7iJ^;Ui-vy 
7*-h (9 0mg) i:MA.. 2 6iiifSmi^mU~o VrtHlX ^ hmFa^mL 
U >T'iSi»t^ C i {c J: »3 SSO^b^^ 6 9 m g ^ iR¥ 8 0 %X-^tzo 
^H-NMR (DMSO-dg, SOOMHz) -.62. 26 (s, 3H). 

3. 9 4 (s. 3H) . 3. 9 4 (s, 3H) . 6. 4 4 (m. 1 H) . 

7. 18-7. 20 (m. 3H), 7. 25 (s, 1 H) . 7. 38 (s. 1 H) 
. 7. 5 1 (s. IH) . 7. 5 9 (d, J = 9. 2 Hz, 2H) , 7. 8 7 

(m, IH), 7. 9 9 (s, 1 H) , 8. 4 5 (m, 1 H) . 9. 15 (s, 
IH) , 

!a*:»tfrffi (FD-MS. m/z) :46 3 (M"^) . 465 (M'*' + 2) 

N- (2-j^no-3-y-?"-'l/7x->'b) -N' - {4- [ (6. V 
^->-4-4^y'J;b) ;j-^^i>3 7x-;l^} '^UT (2 4 3) 

6. 7->'y h + i/-4- (4-7? /'7iy + -» +>"J> (5 2mg) 
h^biV (5ml) Icftlfe^PLyiSs 2 no- 3 -^f'^b^i^;^' V 
7;f-h (0. 2ml) ita^. 12ilimiaimmLfz„ 5l6^«E^:i'DD*jl. 
jU/7-feh> (1 0/1) TSgat ;!;^r;l/*5A^DT hr57-f -Iwi 
>)*SSU aeo<b^tl«-3 Omg. 1R^3 79^T'{|fco 

^H-NMR (CDC 1 g. 5 0 0MHz) : 5 2. 2 8 (s. 3H) . 

4. 00 (s. 3H), 4. 03 (s. 3H). 6. 41 (d. J=4. 9Hz, 
IH) . 7. 0 9-7. 1 5 (m, 4H) , 7. 3 7 (s. 1 H) , 7. 3 9 
(s. IH). 7. 42 (d. J=8. 5Hz. 2H). 7. 55 (s. 1 H) . 
7, 61 (s, IH). 7. 72 (s. 1 H) . 8. 44 (d. J=5. 5Hz. 
IH) 
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M^Jffffi (FD-MS, m/z) :4 6 3 (M"*") , 4 65 
ll«5fi^J2 0 8 

N- (3-7^y-4-j^oo7j:-;t/) -N' - (4- [ (6. 7-yy K 
^■>-4 -^yj;!/) t^'yl 7x-;l/} ■^1/7 (2 4 4) 

N- (4 -^'DO-3-- hD7x->/U) -N' - {4 - [ (6, 7-->V h 
+ ->-4-4^y' :t+->] 7x^;l/} '^7 U7 (1 0 Omg) DU!f>;L.A 
/y^y-^U/7k (5m 1/1 5ml /3ml) (zmf^l. i-:tmti- V <y J. 
(3 5 8mg) ^Jn;t, 6 0°C\ZZ2 O^mtmitZo ^' OD.+;l'i.T2lHltttb 

J«?:S±L. S^t5:^OD;^;^A/7^r h> (1 0/1) T'SgSt -S •> 'J ^'f;!- 
;!77A^'Dv h/57^-lzJ:(9i|fS!!L> SSO^b^i^^ 3 9 m g . iR^4 1% 

^H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3H), 
3. 9 5 (s. 3H) , 5. 3 0 (b r s, IH) , 6. 4 5 (d. J = 
5. 5 Hz, IH). 6. 6 4 (m, 1 H) . 7. 0 2 (m, 1 H) . 7. 0 6 
(d, J=8. 6Hz. IH), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s. IH). 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz. 
2H) . 8. 47 (d, J=4. 9Hz. 1 H) , 8. 56 (s, 1 H) , 

8. 73 (s. IH) 

Sft5J¥fffi (FD-MS. m/z) :4 6 5 (M ■*"+!) 
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l6Jfe«»J2 0 9 

N- (3-y h=^V':fui:Jl) -N' - {4- [ (6. 7->>V h^->-4- 
^JOJl) ;i-^->] 7j-;1/} 'f\y7 (2 4 5) 

6. h + ->-4- (4-7iy7xy + » ^yij^ (51mg) 

h;L'i>- (.5ml) izUamr^mU hiJxf^;U7i> (1ml) ^-Dn^y:^, ^ 
U7+xy> (54mg) ita^. 2iiimiiaim^iUZc 5JC«(-3-y h + -> 

yn t';b7 i > (0. 0 5ml) $-?iD;i. 1 2^ri\mf^mtf^o Ri&mizm. 

*;l/A/7-bh> (10/1) -egMt'5>i"J*'Ir^U*-7A5'Dvhi'*v7^- 
lcJ;*3«SiLx ga®<t^«-5 Img. JKm7 2%T'^/:o 

^H-NMR (CDClg, 5 0 0MHz) : 5 1. 8 2 (m. 2H) . 
3. 31 (s, 3H). 3. 39 (m, 2H), 3. 50 (t. J=4. 5Hz. 
2H) . 4. 0 3 (s. 3H) . 4. 0 4 (s, 3H) . 5. 6 5 (b r s. 
IH). 6. 44 (d. J=4. 9Hz. 1 H) . 7. 10 (d, J = 8. 7H 
z. 2H) . 7. 4 1~7. 5 5 (m. 4H) . 7. 5 5 (s. 1 H) , 
8. 46 (d. J=5. 5H2. 1 H) 

SSiJlffffi (FD-MS, m/z) :411 (M^) 

llffi^J2 1 0 

N- (2-y h^^xf^;U) -N' - {4- [ (6. 7-'J/ h^'y-A-^ 
yUjI/) t^-y] 7x-jl/} <yU7 (2 4 6) 

6. 7-->V h + ->-4- (4-7 5 y ^xy + i/) +yU > (5 2mg) 
h-'l'X> (5ml) Jci!lO«li&)8U h'Jxf^;b7i> (1ml) ^Hn^fc^^ h 
'jy*XY> (5 4mg) ^UaA.^ S^figjnJRiSaSLfco SJ£«[JC3-> h + i/ 
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x^;i.7?> (0. 0 5ml) ^-jdx. s^i^mmm&mifzo ^t^mtzm^m 

A/T-irH> (1 0/1) T-Sigt5>'My^l'^7A^'D^ hr77^ -CJ; 

^H-NMR (CDC 1 g, 5 0 0MHz) : 5 3. 36 (s. 3H) . 
3. 36~3. 53 (m, 4 H) . 4. 03 (s. 3H). 4. 03 (s. 3H) 
. 5. 81 (brs, IH). 6. 43 (d. J=5. 5Hz. 1 H) . 
7. 8 7 (d. J =8. 5 Hz. 2H) . 7. 4 0 (s. 1 H) . 7. 4 5 (d. 
J =9. 2 Hz. 2H) . 7. 5 5 (s, IH) , 7. 9 2 (s, 1 H) . 8. 
45 (d, J=4. 9Hz, IH) 

Hfi»ff€ (FAB-MS. m/z) :3 98 (m"^+1) 

m&m2 1 1 

N- {4- [ (6. 7--:^y h4->-4-^y 'J;U) t^v'] 7x-;l/) - 
N' - (2-b°U y;i/y»;i/) ^vr (2 4 7) 
6, 7 h + v-4- (4-7? y7xy4--» +y'J > (5 2mg) 

h-'i'xv (5ml) ^uxf';^T^> (imi) ?:^Dx.fcm^ ^ 

'J7*x-!f> (5 4mg) ^•Jn;lx 2 ^KJUfiililt L fco 5*E«{c2-b*'J i^;!/ 
y^-'l'Ti > (0. 0 5ml) $-Jd^, 1 2^jramftiSaELfco SlSttlwKKTK 
3g:>- h 'J ':'i.7Kjt«^JD;l> ilFiex5^ji.T-2[H]}l6tilLfc'#Wt8S^!S?061g7kT- 

;UA/7-bh> (10/1) T-S5at-5v"M^"-'^*5i^^'^■7^^^57^-tc 

J:»)^sl^L^ ^a©^b^^7 6mg. jr*i o o!x;T-?ffco 

^H-NMR (CDCU. 500MHz) : S A. 00 (s. 3H). 
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4. 01 (s. 3H), 4. 58 (d. J=5. 5Hz, 2 H) , 6. 39 (d, 

J = 5. 5H2. IH) . 6. 66 (m, 1 H) , 7. 05 (d, J = 9. 2H 
2. 2H) , 7. 1 8 (m, IH) . 7. 3 4 (d. J = 7. 9 Hz, 1 H) . 

7. 39 (s. IH). 7. 45 (d. J,= 9. 2Hz. 2 H) . 7. 54 (s. 

IH) , 7. 6 6 (m, IH) , 8. 4 0 (br s. 1 H) , 8. 4 3 (d. J 
= 5. 5Hz, IH). 8. 47 (d. J = 4. 9Hz, 1 H) 
Kfi^tffffi (FD-MS. m/z) :4 3 0 (M'^) 

Ilifeff>l2 12 

N- [ (4- t e r t y^^b] -N' - {4 - [ (6, 7 
-v'y h»->-4-^y')-'l/) it^=/'] yji-M OUT (2 4 8) 

6, 7 -i^ji h^i/-4- (4-TJy7iy + -» +/ |J> (5 0mg) ^• 
h^Ux^ (Sml) (zUammmU hiji^;b75> (ImU ^-Jnxfcm. h 
(5 5mg) ^-Sox.. 2^?S)jaMSMLtZo RrtJftic (4-t e r 
t-yi-)\,ya.-Jl')/^JlTi> iO. OSmD^rJni. 1 2^PBm«ifiJif£ 
Lite SJCftl;^il*5g:^ h U A*^§ft^rjD;t. Mlx^jUT-2Il]}4aiLfc^ 

iSil^i'nD*;UA/7-b h> (10/1) T-Mg§1--S ■> ■) 
^'D^h^^57-f-lcJ;(5?gS!iL> S S®^b^?: 2 3 m g ^ iR*2 8%T^^o 

^H-NMR (CDC 1 g. 5 0 0MHz) : 53. 99 (s. 3 H) . 
4. 01 (s. 3H), 4. 38 (d, J = 5. 5Hz. 1 H) , 5. 81 (b 
rs. IH), 6. 38 (d. J=4. QHz, 1 H) , 7. 02 (d, J = 
9. 2 Hz, 2H) . 7. 2 0~7. 4 0 (m. 7 H) . 7. 5 2 (s, 1 H) , 
7. 64 (s, IH), 8. 40 (d. J = 5. 5Hz, IH) 

®ft5J«r<l (FD-MS. m/z) :48 5 (M"*") 
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N- (4- [(6. 1 -V^ V^'y-A-^J t^'y] 7x-;l>} - 
N' - {Z-\£^)'J)V^f-)V) ^VT (2 4 9) 

6. T-vV f + ->-4- (4-7i y7xy + y) +y U > (5 2mg) ^ 
h>ux> (5ml) <;:J]nM;^ISL> hyxf-;U75> (1ml) ^ta^tz'^k.. V 

^)-}t7.vy (56mg) ^-aa^, i^imim^uz^ sjc^ics-fuiJ^i. 

y5^;U7? > (0. 0 5ml) 'tjD^. 1 2 5JP^jD.#.jiat L fco SJeSiCj^K* 
h U B^i!xf-;L.T'2I51ftdiLy:«1ttSB«-iaiO^*T- 

)lh./7-^Vy (10/1) Tj|gg-rSi^'J*'!f;l'*-7Ai'Dv h^57-f -IC 
J:!3f§S!L. SSO^t^^^y Img. IR$9 3%T'Jifco 

^H-NMR (DMSO-dg. 5 0 0MHz) :' 5 3. 9 3 (s, 3H) , 
3. 94 (s, 3H). 4. 34 (d. J=5. 5Hz. 2H). 6. 40 (d. 
J = 4. 9Hz. IH), 6. 72 (t. J = 6. IHz, IH). 7. 12 

(d, J = 9. 2Hz. 2H) . 7. 35 (m, 1 H) . 7. 37 (s. IH), 
7. 5 0 (s, IH) , 7. 5 3 (d, J =9. 2 Hz. 2H) . 7. 7 2 (d, 
J = 7. 9Hz. IH). 8. 4 3-8. 46 (m. 2 H) . 8. 53 (s, 1 
H) . 8. 7 3 (s. IH) 

%Jkirimm. (FD-MS. m/z) : 43 0 (M"^) 

mm2 1 4 

N- {4- [(6. 7-v?y h^->-4-4yiJ;U) t^-/^ 7xx;ul - 
N' - U-yi^)'^)V^i-)V) ^\^7 (2 5 0) 

6. l-'Ji h + ->-4- (4-7iy7iy + » +y'J> (52mg) «• 
h^Ux^ (5ml) IcJnSiJg^U h'Jxf-;1.7$> (1ml) ^-Joifc^^ h 
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'j7 + 7.'y''> (5 3mg) *Sdx.. 2iifSmimMLtzo SJo«lc4-e';->';b 

/^j\,7iy (0. 0 5ml) ^m^. 1 25jrBm«\affiLfco sfis^icgtsTK 

;UA/7-bh> (10/1) T-jggat'5->y^'!r^l'*7A?nvhJ^57-f-|c 
<k f? tl*! L. SS©<b^tel* 4 0 m g . JR* 5 4 %-e#fco 

^H-NMR (CDCl g, 5 0 0MHz) : 6 4. 01 (s. 3H) . 
4. 0 3 (s. 3H) , 4. 4 3 (d. J = 5. 5 Hz, 2H) . 5. 9 7 (m, 
IH), 6. 40 (d, J = 5. 5Hz. 1 H) . 7. 08 (d. J=9. 2H 
z. 2H) . 7. 20 (d. J = 5. 5Hz, 2H) . 7. 38 (s. 1 H) . 
7. 42 (d. J=8. 6Hz. 2H). 7. 54 (s. 1 H) . 7. 81 (s, 
IH). 8. 42 (d. J=5. 5Hz. 1 H) . 8. 49 (d. J=6. IH 
z. 2H) 

S»3Jtlfffl (FD-MS. m/z) .-4 3 0 (M"^) 
1 5 

N- (4- [(6, h^i/-4-^y 'JJl') 7x-;l/} - 

N' - [ (4-vy»;l-7;y7x-;l/) /^Jl^l 'yU7 (2 5 1) 

6. 7--:^y h + i/-4- (4-7 5 y 7xy+v/) +y U > (5 Img) ^ 
h^l'Ji^ (5ml) lcJn»®ji?L> hVi^;U7 5> (1ml) ^jD^/i^, h 
'J7*xy> (5 5mg) iUa^i^ 2:»raJDlttaaL/:o 5Jt./SJc (4-i?yf- 
;l-7;y7xJ::;l') jff-JlTi-y (104m6) ita^. 1 2^raJnftfiiELfco 

KJiimic^m^m-)- v u ■^Ajk^jg^-jD^, ijigxf^-'i'tr2iaiatfaLfc^wai 

Sjt^-i'DO*:;l.A/7-fe h > (10/1) -eS§a-^5'>')*'!f;l/*5A^'DT 
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^H-NMR (DMSO-dg. 5 0 0MHz) : 6 2. 8 7 (s. 6 H) , 
3. 93 (s, 3H). 3. 94 (s. 3H). 4. 18 (d. J=5. 5Hz. 
2H) , 6. 4 0-6. 4 3 (m, 2H), 6. 70 (d. J = 9. 2Hz. 2 
H) . 7. 13 (d, J=8. 6Hz. 2H) . 7. 14 (d. J=8. 6Hz. 
2H) . 7. 37 (s, IH). 7. 51 (s. 1 H) . 7. 52 (d. J = 
9. 2Hz. 2H), 8. 44 (d. J =4. 9Hz, 1 H) , 8. 57 (s, 
IH) 

gfi^JtlrM (FD-MS, m/z) :4 7 2 (M^) 
Ilte^j2 1 6 

N- {4- [ (6. 7--:^> h^->-4-^y 'J^L-) ^^v] - 
- (3. 5-i>-ho7x-.>b) '^Ur (2 5 2) 

6. 7-iJy h + >'-4- (4-7i>'7xy + » +>"J> (5 4mg) ^ 
h^l'XV (5ml) lcJl^«^jg)|?L^m^ 3. 5- v-^D7x^;H'v•>7*- 
^ (81mg) ?:J)nx.. 20il^mmmiSm.lfz^ Rfi5?g*£^J'nD*;bA/T-b 
K> (1 0/1) TSggf ■5vU:^'!^>'^*7A^'D■7^^''57^-lcJ;t)ffi£^U 
^0<t^^ 5 3mg, IR*5 7%T-?#fco 

^H-NMR (DMSO-dg. SOOMHz) : o 3. 94 (s. 3H) . 
3. 95 (s. 3H). 6. 46 (d. J = 4. 9Hz. 1 H) , 7. 24 (d. 
J = 9. 2Hz. 2H). 7. 39 (s. 1 H) . 7. 51 (s. 1 H) . 7. 
6 4 (d. J =8. 5 Hz, 2H) . 8. 4 2 (s. 1 H) , 8. 4 7 (d, J 
= 4. 9Hz. IH), 8. 77 (s. 1 H) , 8. 7 7 (s, 1 H) , 9. 2 
1 (s. IH) . 9. 73 (s, IH) 

KfiiJtffIt (FD-MS. m/z) :5 0 6 (M"^+1) 



wo 97/17329 



1 8 3 



PCT/JP96/03229 



lli6^J2 17 

N- (•>^o ->;!/) -N' - {4- [ (6. 1-V>:^ V^'y-A-^J 'J 

t^^l '^UT (2 5 3) 

6, 1 -i?/ (^-Tiy^xy+i/) +y'J > (2 0 0mg) 

^hflx.> (5ml) (zlsa^^MLtz^^ =yi^i2^^i/Jl>^vi/7^~V 
( 3 4 0 m g ) ^•iD^> 80~9 0°CT30 ^fStOfmn L tzo SlStetc*^ 

PKi^;l'T-2IlIft!dJL/c^#g{®?:tefDi*l*T-J5fe^L. Mt-Umi- V <) 
-t^AT-KiiLfco JSET^tt^SiL, mm^nvt^)Ul./7-t\-> (10/ 

^«-2 1 Omg, iR$7 4%X'ntZo 

^H-NMR (CDClg, 500MHz) 11-1. 22 (m. 2 

H) . 1. 3 4~1. 4 6 (m, 2H) . 1. 5 6~1. 6 6 (m. 2 H) . 

1. 6 8-1. 7 8 (m, 2H). 1. 96-2. 05 (m, 2H) . 3. 64 
-3. 73 (m, IH) , 4. 05 (s. 6H) . 4. 58 (d. J = 7. 9H 
z, IH) , 6. 3 6 (s, IH) . 6. 4 6 (d. J = 4. 9Hz. 1 H) . 
7. 13 (d. J = 8. 6H2. 2H) . 7. 42 (d, J=8. 6Hz. 2H) 
. 7. 42 (s. IH). 7. 56 (s. 1 H) . 8. 48 (d, J = 4. 9H 

2. IH) 

Kft^Wfi (FD-MS. m/z) :42 1 (M"^) 

N- (3. 4--:>7;l/;f D7x-;U) -N' - {4- [ (6, 7-'J/ K^i/ 
-4-4-y'JJl/) 7x-;L-1 1^7 (2 5 4) 

6. 7-'J^ h + '>-4- (4-7 5y7xy + -» (SOmg) i 

h^bx^ (5ml) Jcto«l^»U Y')3Lf-)i7l> (1ml) h 
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i;7*X^r"> (5 5mg) ^m^. i^miMM^Uzo 5(£;jSt(^3. 

;u;rDT^g> (6 6mg) ^ua^. 2 o^^muaimmitio RJt>m(zmit7i(.i^ 

A/7-lrh> (10/1) r'mmtiy<)i3^'Jl'ijyl^i7u-7W77'< -ici: 
t)?SSL^ «SO{L^^*6 3mg. JR^8 396Tf|fco 

-^H-NMR (CDClg. 5 0 0MHz) : S 4. 03 (s. 3H), 
4. 06 (s, 3H). 6. 45 (d, J=5. 5Hz. 1 H) . 6. 96~ 
7.0 2 (m, 1 H) . 7. 0 2-7. 1 0 (m. 1 H) , 7. 11 (d, J = 
8. 5Hz. 2H) , 7. 4 1-7. 4 5 (m. 2 H) . 7. 4 8 (d, J = 
8. 6Hz. 2H) , 7. 5 8 (s. 1 H) , 7. 7 2 (s. 1 H) . 7. 7 4 

(s. IH) , 8. 44 (d. J =5. 5Hz. 1 H) 

®S^»T<i (FD-MS. m/z) :45 1 (M"^) 

m)&m2 1 9 

N- (2. 4, 5-V')yJl'tayx-Jl) -W --{4- [(6. 7-'J/ 
h4^->-4 -4-y'JJl/) ;t4->] 7x->/l/) "t^uy (2 5 5) 

6. h + v-4- (4-7 5 y7xy + -» +y'J > (5 Omg) ^ 

yjlJ^> (5ml) icJoiiSSLN h')x^;|,7 5> (1ml) itD^tz'4t^ h 
'J7*;^y> (5 5mg) *llD;i. 33}Fatt]iiil«tLy:o RJCftlc2. 4. 5- 
V^)yjlta7-<)> (7 5mg) iHa^. 2 05}KI».«aaLfco SlCtti::^ 

D;fOl'A/7-b h> (10/1) T"gKt4v"J*y-'l'*5Ai'D-7h/7 7^ 
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^H-NMR (DMSO-dg, 500 MHz) :53. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 5 (d. J = 5. 5 Hz, 1 H) , 7. 2 4 (d, 
J=8. 6Hz, 2H). 7. 40 (s. 1 H) . 7. 52 (s. 1 H) , 

7. 59 (d, J=8. 6Hz, 2H) , 7. 62-7. 7 0 (m, 1 H) , 

8. 17-8. 2 5 (m, 1 H) . 8. 4 8 (d, J =4. 9 Hz. 1 H) . 
8. 7 6 (s, IH) , 9. 2 3 (s, IH) 

M^^tFffi (FD-MS, m/z) :4 6 9 (M"^) 

mt^m2 2 0 

N- (2. 4. 6- h 'j7jU:j-n7x-;b) -N' - {4- [ (6. 7 -'J/ 
h4^->-4-4y U;!/) t^i/l VJ.-M -^UT (2 5 6) 

6. 7--:?^ h + v'-4- (4-7J y7iy + » +y ij > (5 Omg) ifc 
h^il/xv (5ml) m^ii^P hijx5^;l.7i> (1ml) «-JnAfc&> h 
'J7*xy> (5 5mg) =&tai> 3^}F^^0l«ifi^ltL/:o Slc;«lc2. 4, 6- 
V^}VA>tu7-')y (7 5mg) 2 O^F^m«i«JitLfco SiCSEJC^ 

D*:^l/A/7-lr h> (10/1) T-S5at-5>"J*y.'l'*-7AJ'n-7 h^--^^^ 
-l-J:0?IS!!L^ SS©{b^!g!l«:3 7mg^ IR^4 7%T{ifco 

^H-NMR (DMSO-dg. 5 00MHz) : 53. 9 4 (s, 3 H) , 
3. 95 (5. 3H). 6. 43 (d. J = 5. 5Hz. 1 H) . 7. 20 (d, 
J=8. 6Hz. 2H). 7. 29 (t, J=8. 6Hz, 2 H) . 7. 39 
(s. IH). 7. 52 (s. IH), 7. 58 (d. J=8. 6Hz. 2H), 
8. 0 7 (s. IH) . 8. 4 6 (d. J = 5. 5 Hz, IH) , 9. 1 4 (s. 
IH) 
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Hfi^VfM (FD-MS. m/z) :469 (M"*") 
IIJS«»I2 2 1 

N- (2. 3, 4-hi)yjltu7s.-ji) -N' - {4- [(6. 
h^->-4-4yU;l/) 7x-M »U7 (2 5 7) 

6. T-ypf h + ->-4- (4-7iy7xy + » +y U> (SOmg) 
h;bi> (5ml) {Cjnife^liiL, b')^f-)l7i> (1ml) «-jD;l3t^. h 
'J7*7.y> (5 5mg) ^JJD^. 3 ^P^jD^iiat L fco SfEftIC 2 . 3. 4- 

h'j7;i.;«-u7-'j > (7 5mg) ^uaA.. 2 0 ^mmm^muzc s.mmizm 

m.mi- h 'J '>A*^Jft$:J!in^. l^l?x^jl.T-2!sltttb L^»*i»®*iafDA:!g 
*T"i5fe^L, ft7KSSK:^-hU ';'i.r«ilSL/:o SffiT^iSEt-S± SliS^^D 
D*;l,A/7-bh> (10/1) T-SBa-f-5>'J7!7'!rOU^^A^'D7' ^^l^5 7^ 
-lcJ:»)1i8!{L> mmoit^m^l Smg. 1R?5 2 3%TfSfco 

^H-NMR (DMSO-dg, 5 0 0MHz) :(5 3. 9 4 (s. 3 H) . 
3. 95 (s. 3H). 6. 44 (d, J=4. 9Hz. IH), 7. 23 (d. 
J=8. 6Hz. 2H), 7. 25~7. 33 (m. IH). 7. 39 (s. 1 
H) . 7. 5 2 (s. IH) , 7. 5 9 (d, J =8. 6 Hz, 2H) . 

7. 8 5-7. 9 2 (m. 1 H) , 8. 47 (d. J=5. 5Hz. 1 H) . 

8. 7 3 (s. IH) . 9. 2 1 (s. 1 H) 
Sft^#fffi (FD-MS. m/z) :4 6 9 (M^) 

N- (2. h^->7x-;P) -N' - (4- [ (6, 7-'J/ 

-4-4^yU;U) :t^->] '^71/7 (2 5 8) 

6. 1~'J/ h + i/-4- (4-7 5 y7xy + v') > (5 6mg) ^ 
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f>;i/x> (5ml) izm»>mmu h'ji^;u7i> (1ml) ^m^tz^. y 

(6 6mg) ^rjn^s 3^mmifm.ltZo S{5j&)^2, S-i^^ 
h + >7-'J> (1 0 2mg) ^Ija^. 1 0:»P^JDS\iS3iELfco SiE^ffilc^e* 

;UA/7-lrh> (10/1) TSBat*v"J5!7'!r;U*5A^avhi5'*5 7-<-(C 

^H-NMR(CDClg. 500 MHz) :53. 68 (s. 3H), 
3. 78 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H) , 

6. 46 (d. J=5. 5H2. 1 H) . 6. 53 (dd. J = 3. 1, 8. 5 
Hz. IH). 6. 76 (d. J=9. 2Hz, 1 H) . 7. 13 (d. J = 
9. 2Hz, 2H). 7. 43 (s, 1 H) , 7. 52 (d. J = 9. 2Hz, 
2H) . 7. 55 (s, IH). 7. 57 (s, 1 H) . 7. 78 (s. 1 H) , 

7. 91 (d, J = 3. IHz. IH), 8. 49 (d. J=4. 9H2. IH) 
Wimm (FD-MS. m/z) : 4 7 5 (M"^) 

llte0iJ2 2 3 

N- (3. 5--:;y h^->7jL-;i/) -N' - {4- [ (6. h^-> 
-4-4y'J;i/) 7x-;U} "^Uy (2 5 9) 

6. 7-v?;' h+>-4- (4-7J y 7iy + -» ^7 ') > (5 3m g) ^ 
(5ml) iztafmmU h'Jxf^;l.7 5> (1ml) h 
'J7*7.'f> (lOlmg) «-l)D;t. 4^P^IJniiaeiK Lfco RJtffilcS. 5-v 
;f h + -/7xU> (6 2mg) ^-tDX.. 1 3^Kia*iaiiELy:c RJt«{;KiEilK 
h U '>A7K?S«^J1P^> i^l|xf^;i.T2Ii]fttliLfc«W«W«-ta?a:ft^*r- 
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-/l/A/T-fehV (10/1) -C'&mti>i/')tiYJlijyl^i^a^hifyy ^ -iz 
^lonni. SSO-fb^^S^rSSmg. IR^I 0 0%T-?t/:o 

^H-NMR (CDClg. 500MH2) :i53. 73 (s. 6H). 
4. 0 0 (s. 3H) . 4. 0 3 (s. 3H) . 6. 1 8 (s. 1 H) . 

6. 42 (d. J=5. 5H2. 1 H) . 6. 60 (s. 1 H) , 6. 60 (s. 
IH). 7. 09 (d, J=8. 6Hz. 2H), 7. 40 (s. 1 H) , 

7. 4 5 (d, J =8. 6 Hz, 2 H) . 7. 5 6 (s. 1 H) . 7. 6 8 (s. 
IH), 7. 85 (s. IH), 8. 45 (d, J = 5. 5Hz. 1 H) 

Sa^^rffi (FD-MS. m/z) :4 7 5 (M^) 

mmm22 4 

N- (2. 3--:^7;l/:^n7x-;l/) -ti' - {4- C (6. l-i^)' h^-> 
-4— =fy ij^b) :t=^->] 7x-;l-} ';7U7 (2 6 0) 

6. 7--:;^ h + ->-4- (4-7iy7xy + -» +y'J > (5 Omg) 
h-'Ux> (5ml) lciinSfe^«?Lx h'Jx^;l,7?> (1ml) ^tSD^fc^. h 

'}y*xf'^ (5 5mg) ^m^L. s^mafrnmifzc s.fi^mz2, s-'jy 

JU;*-D7-'J> (5 1ml) ^JD^. 2 O^fSmmSmitio SJCffilc^K^KSg 
i- h U ■^A7K?§««-J!ID^. fti!xf^;l-T2IsiattJLfcaW«S^tafa:fe:l*Ti£ 

A/7-bh> (10/1) T'S§8t"Sv"J*'!r-'^*7A^'Dvh^^7 7-^-lci 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 9 5 (s. 3H) . 6. 4 5 (d, J = 4. 9 Hz. 1 H) . 7. 0 2~ 
7. 0 8 (m. IH) , 7. 1 1~7. 1 9 (m, 1 H) . 7. 2 3 (d. J = 
9. 2H2. 2H). 7. 39 (s, 1 H) . 7. 52 (s. 1 H) , 7. 59 



wo 97/1 7329 



189 



PCT/JP96/03229 



(d. J = 9. 2Hz. 2H), 7. 9 4-7. 9 9 Cm, 1 H) , 8. 47 
(d. J =4. 9 Hz, IH) , 8. 7 8 (s, 1 H) , 9. 2 5 (s, 1 H) 
K«^Jtffil (FD-MS. m/z) :45 1 (M^) 

mmm22 5 

N- (3. 5--:^7>>b;ta'7x-;U) -N^ - (4- [ (6, 7--J^ K4-> 
-4-^yU.)U) :t^->3 7^-;!/} OUT (2 6 1) 

6. 7->?y h + ->-4- (4-7iy7xy + y) +y U > (5 0mg) ^• 
hvl'X> (5ml) ;cilD«l^»L. hijxf-;U7i> (1ml) «-Ja;ifc^. h 
'J7*Z'f> (5 5mg) =£-lin;ts 3^JF^JI^Ift^SffiLfco RJCftJ^iS, 5-v?7 
;U3r n T- U > ( 6 6 m g ) <£-Jni. 2 0 r&P^iDDiySM L fco SJC«J::^K7l<SI 

A/T-bhV (1 0/1) T-®gfl1-.5i"J*':r;l';!77A5'nThr57-f-l::J; 
•5 If » L^ Si©{b^ft^ 4 9 m g . iR^ 6 4 %T|Sfco 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) , 6. 75- 
6. 83 (m. IH). 7. 16-7. 26 (m, 4H). 7. 39 (s, 1 H) 
. 7. 52 (s. IH). 7. 59 (d, J=8. 6Hz, 2H). 8. 47 

(d. J = 4. 9 Hz, IH) . 8. 9 9 (s. 1 H) . 9. 12 (s, IH) 

Hfi^#fffi (FD-MS, m/z) :45 1 (M"^) 
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N- (2, 3. 6-h^)yjltn7j.-jl) -ti' - <4- [ (6. 7-'J;i 
h^>-4-4y'Jjb) ;t^->] 7 J-;!/} f;U7 (2 6 2) 

6, h + -/-4- (4-7 5 y 7xy + y) +y'J > (5 Drag) J& 

(5ml) {cJinil^»L, h'Jx5^;l-7 5> (1ml) ^tSnxfe'^. h 
')7*xy> (5 5mg) ^•aDx.> 3^Han«SiggtiL/Co RI£;«JC2, 3. 6- 
h I) 7JU;!i-D7- 'J > (5 3 m 1) ^jD^s 2 OtJ^Fam^SffiLyio 

D:^;bA/7-b h> (1 0/1) T'm!S^ti>y')i3^~Jl^tyl^^n-7}^{ryy^ 
-i^^ionmU gJ8©<b^fe«-3 Omg. IR45 3 

^H-NMR (DMSO-dg. 5 0 0MHz) : 53. 93 (s, 3H) , 
3. 94 (s. 3H), 6. 44 (d, J=5. 5Hz, 1 H) . 7. 15- 
7. 25 (m. 3H) , 7. 3 3-7. 44 (m. 2 H) . 7. 52 (s. 1 H) 
. 7. 59 (d. J=8. 6Hz. 2H). 8. 41 (s. IH). 8. 46 

(d, J =4. 9Hz. IH) . 9. 1 8 (s. 1 H) 

Kfi^ffii (FD-MS, m/z) : 4 69 (M"*") 

N- (2. ^-i>y)\.tu-y -W - <4- [ (6, 7-->V 

-4-^y'j;u) 7r+>3 7j:-;1') t^uy (2 6 3) 

6. 7-->V h + ->-4- (4-75 y7x/ + >') +y 'J > (5 Omg) 
V)Vs.-y (5ml) lclD«i^«Lfc^x 2. 6- v7;l':t-a7x^7K V->7* 
(104mg) it\!L. ZQ^mafmULfZo tffdiLT^fcigS^ratffiU 
h Jbx >T-J5fe^-r 5 i <c J: K) S«ffl^t^<Klt 5 7 m g^ iRsp 7 4 
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^H-NMR (DMSO-dg. 500 MHz) -.6 3. 94 (s. 3H). 
3. 95 (s. 3H). 6. 44 (d. J = 4. 9H2, 1 H) . 7. 13- 
7. 2 5 (m. 4H). 7. 2 8-7. 3 8 (m. 1 H) . 7. 3 9 (s. 1 H) 
. 7. 52(s. IH). 7. 59(d. J = 9. 2Hz, 2H). 8. 15 
(s, IH), 8. 45 (d. J=5. 5Hz. 1 H) . 9. 09 (s. 1 H) 

H*5>tfr<i (FD-MS, m/z) :451 (M^) 

llte0tJ2 2 8 

N- [2. S-b-x (m7JU:tn>f-;i/) 7x-;U3 -N' - {4- [(6. 
7-yy h^->-4-4^y 7x-;H -l^UT (2 6 4) 

5. l-'JM K + ->-4- (4-75y7xy + -» (50mg) ^ 

h-'l'XV (5ml) trUISi^S^L, \- 1) )VT i > (1ml) h 
y7*xy> (5 5mg) 35JP^jDiiiSiEL;to S;E:/Kic2. 5-t'X 

(h ')7;^^^u^5^;^) 7^'J> (79ml) ?-iin^> 2 Or^KaaJfeaJILfco 

ilfi^-^'DD*;UA/7-fe h> (10/1) Z'mi^ti>->^)tlYJliJyACfu-7 
h^-5 7>f-tcj;!)fl||!|U SScD^b^«!i^■3 0mg^ iR^3 2>6T'{ifco 

^H-NMR (DMSO-dg. 5 0 0MHz) : 63. 94 (s. 3H) . 
3. 95 (s. 3H), 6. 45 (d. J=4. 9Hz, 1 H) , 7. 24 (d. 
J = 9. 2Hz, 2H), 7. 40 (s. 1 H) . 7. 52 (s, 1 H) , 

7. 6 0-7. 66 (m. 3H), 7. 95 (d. J = 7. 9Hz, 1 H) . 

8. 38 (s. IH) . 8. 4 6-8. 52 (m, 2H) , 9. 7 0 (s. 1 H) 
Sfi^lffflt (FD-MS. m/z) :551 (M"^) 
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mmm 2 9 

N- (2. 4-'J/ h^->7x-;l^) -N' - {4- [ (6. 7-->V h^-> 
-4-^/U;l/) 7x-;l/) -IzUT (2 6 5) 

6, 7-->V h + ->-4- (4-7S y 7xy4--» +y 'J > (5 Img) 
h-zL-iV (5ml) ICJ)n^?gfgU MJif'-'l'TJ^ (Iml) '&jH];tfc&> h 

(7 2ing) ^ijQ^. zii^mm»mi&itzo rje?«ic2. 4-v^ 

h + >7->J> (6 0mg) ^Ua^. 1 l^JF^JoSaaiELfco RJojSEJwKKTkJg 

A/7-b h> (1 0/1) T•i|gS•^-S•>'J*'!^-»^^7X,^'D•7 -ICJ: 
t)*l8S!U ^©fb^«-4 4mg> iR^5 3%T'?i3to 

■^H-NMR (CDC 1 g, 5 0 OMHz) :53. 74 (s. 3H), 
3. 80 (s. 3H). 4. 03 (s. 3H). 4. 05 (s, 3H). 

6. 44-6. 51 (m. 3H), 7. 06 (s. 1 H) . 7. 12 (d. J = 
9. 2Hz, 2H) , 7. 4 3 (s. 1 H) . 7. 4 9-7. 5 1 (m, 3 H) . 

7. 57 (s. IH). 7. 86 (d. J=8. 6Hz. 1 H) . 8. 48 (d. 
J = 5. 5Hz. IH) 

Kfi5^fflt (FD-MS, m/z) :4 75 (M"*") 

N- (2-^DD7x-;U) -N' - {4- [ (6. 7--:^y h^->-4-4 
yjjQ t^i/'i 7x->b) "^UT (2 6 6) 

6. 7-y;< h + i/-4- (4-7? y 7xy + i/) +/ 'J > (5 2mg) ^ 
hJUx> (Sml) tr3njfeS«Ly=^> 2-i'nD7x^;l"r' Vv/7*- h 
( 0 . 0 5ml) «-DD^. 3 0 ^J'HiniiaiiE L tic R^J^ft* d d *;bA/7 
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•fe h> (1 0/1) TgP§t-5->'J*y;U;;77A^'Dv hi'-77^ -IwJiD^Sj 

^H-NMR (CDCl g. 5 0 0MHz) : 5 4. 0 1 (s. 3 H) , 
4. 05 (s. 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 6. 98 (d 
d. J=7. 3, 7. 9Hz. IH). 7. 14 (d. J=8. 6H2, 2H), 
7. 26 (dd. J = 7. 3. 7. 9Hz. 1 H) . 7. 31 (d. J=7. 9 
Hz. IH), 7. 43 (s. IH), 7. 52 (d. J=9. 2Hz, 2 H) . 
7. 57 (s. IH), 7. 57 (s, IH). 8. 24 (d. J=7. 9Hz. 
IH). 8. 37 (s. IH). 8. 50 (d. J = 5. 5Hz. 1 H) 

SS^Sfffi (FD-MS. m/z) :4 4 9 (M'^). 4 51 (M"'"+2) 

mtimi 3 1 

N- (3-:^ D07x-;l/) -N^ - {4- C (6. h^'>-4— ^ 
J<)Jl-) t^i/l 7x-;l/} -^UT (2 6 7) 

6. 7--:>V h + ->-4- (4-7;y7x/ + » +y'J> (5 2mg) J& 
h^bx^ (5ml) IcJnlfe^fSLfcfts Z-i'ouy :L-Jl^v^/7^^.-^• 
(0. 0 5ml) ^•i!)D;i> 3 0 ^^mammM I /:<, SlC^jft ^ n a ;^ ;l/ A/7 
Hrh^ (10/1) T'm^ti>'y')i3¥)\'-hvJ^^r3-7Vy^v ^-\zi.*)1fm 
L^ ^©{t^igj^ 7 2 m g . JR^ 9 3 %T?|^:o 

^H-NMR (CDClg, 5 0 0MHz) :SZ. 98 (s. 3H). 
4. 0 3 (s. 3H) . 6. 4 1 (d. J = 4. 9 Hz, 1 H) . 6. 9 9 (d. 
J = 7. 9Hz. IH). 7. 09 (d. J=8. 5Hz, 2H). 7. 16 
(dd. J = 7. 9Hz. 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
IH) . 7. 3 8 (s. IH) . 7. 4 2-7. 4 4 (m. 3 H) . 7. 5 6 
(s. IH), 8. 13 (s, IH). 8. 14 (s. 1 H) . 8. 44 (d. 
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J=5. 5Hz, IH) 
Sa^tlrffi (FD-MS. m/z) :44 9 (M"^) , 451 aM"^ + 2) 

mmm2 3 2 

N- (2. 3-y;< h^->7x-;l/) -N' - (4- [ (6. 7--^y h^i/ 
-4-^/^))l) :t4^->] 7x-;U} "^Uy (2 6 8) 

6. h + >'-4- (4-7 5y7xy + -» +y 'J> (5 2mg) ^ 

h;Ux> (5ml) KtammmU VJ^i-Jin-y (1ml) ^SD;1/:'^. _h 
•J7-fX>f> (7 4mg) «-Jn;ls 3 ^P^IjDiiaSfe L /Co SfSjftJC2. S-i^y 

h+->Tx'j>(o. 05ml) j&m^ 1 i^mixiimm.Lfzo sjcj^ic^k 

tK*:*- h 'yj^Ti^.mmm^. »Kx^;UT-2[5]ttJ±iL^:»W«)i^lSft]^* 

5h;l/A/7-b h > (1 0/1) T-SMtS v'U?!7y^l'>^-7X>^'n^ h^*-7 7-f - 
I^J;^3fSS!!U «S®<b^fe^8 3mg. JR$1 0 0%T?#fco 

^H-NMR (CDC 1 g, 5 0 0MHz) : (5 3. 7 2 (s, 3H) , 
3. 84 (s. 3H). 4. 02 (s, 3H) . 4. 05 (s, 3H) . 

6. 46 (d. J = 5. 5Hz. IH). 6. 62 (d, J=7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5, 8. 5Hz. 1 H) . 7. 13 (d. J = 

9. 2Hz. 2H). 7. 43 (s, 1 H) , 7. 54 (d. J=8. 6Hz. 
2H) . 7. 5 8 (s, IH) . 7. 8 5 (d, J =8. 6 Hz. 1 H) . 

7. 88 (s. IH), 8. 27 (s. 1 H) . 8. 50 (d, J=5. 5Hz. 
IH) 

HM^tfrffi (FD-MS. m/z) : 4 7 5 (M"^) 
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llit«»J2 3 3 

N- (4-b Ko4^!^7x-;U) -N' - {4- [ (6. 7-v?> b^y-A 
-^yjyU) ;j-^->] 7x-;l/} •yU7 (2 6 9) 

N- ^-Jl') -N' - {4- [ (6. T- ^V h + i/ 

- 4 - + y VJl-) 7x^>il/) -i-l/T (2 2 8mg) *N. N--l)>t^)l 

*;UA7i K/l^ifxf-jU (1 5m 1/2 0ml) Icjgl^Ls h 'J if-JUT i > 
(4ral) ^m^fz'ik. 2 0%*le{b/<7iJ'i7A (1. 18g) 
x^a^TSST'l SI^P^ttfi'Lfco h^igL. «j«^:«ifSL^ 

'ik. m^'S:^an:):}lA/7±h> (10/1) Tm¥iti>i^')t^'Jl'i7y2*i' 
o^hV^y^ -iz^ijmmU SSO^b^ife*! 8 8mg^ lR^100%T?| 

■^H-NMR (DMSO-dg, 5 0 0MHz) : 53. 98 (s, 3 H) . 
3. 99 (s. 3H) , 6. 60 (d. J = 5. 5Ez. 1 H) . 6. 6 8 (d. 
J=8. BHz. 2H). 7. 21 (d, J = 8. 5Hz. 2H), 7. 22 

(d. J = 8. 5Hz, 2H). 7. 47 (s, 1 H) , 7. 60 (d. J = 
9. 2Hz. 2H). 7. 61 (s. 1 H) . 8. 58 (s. 1 H) . 8. 59 

(s. IH). 8. 98 (s. IH). 9. 03 (s, IH) 

S«iJtff€ (FD-MS. m/z) :4 31 (M'^+l) 

llil^2 3 4 

N- (4-7'fe h^->7x-;t/) -N^ - {4- C (6. 7-^^^ 
-^yU;U) t^j^l •yUT (2 7 0) 

N- (4-t h'D + v'7ir.;l.) -N' - {4- [ (6. h + v-4 

-+y'J-'U) 7ii;H ^7 1/7 (4 7mg) ^Sft^f-U^ (6ml) 

lc»l?U h')x^^l'7 5 > (2ml) (0. 5ml) ^ 
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Ki5^;l'T-2lHlJi!iaiLfc«Wae^!Sfil6Je*T-ft^L, MTi^mmi- h U ■i'XsT- 
mitzo «ffT^j««-S*U ]^S«-^'DDt^;i.A/7-feh> (10/1) T- 
SMt 5 •> 'j 3^7 y -'I'* 7 A 5- D ? h ^''^ 7 ^ - ic J: I? ItSBi L> SSO{t^!fel5- 

^H-NMR (CDClg, 500MHz) :52. 31 (s, 3H). 
4. 01 (s. 3H). 4. 04 (s, 3H). 6. 43 (d, J=5. 5Hz. 
IH), 7. 01 (d. J=8. 6Hz. 2H), 7. 11 (d, J = 9. 2H 
z. 2H). 7. 26 (brs. 1 H) . 7. 32 (d, J=9. 2Hz, 2 H) 
. 7. 40 Cs, IH), 7. 45(d. J = 9. 2Hz. IH), 7. 56 
(s, IH) . 7. 5 6 (b r s. IH) . 8. 4 6 (d. J =4. 9 Hz. 1 
H) 

Hfi^tffit (FD-MS. m/z) :4 7 3 (M"^) 

N- (3, 4. 5- h'J.^ h4^->7^-;l.) -N' - {4- [ (6. l-'J^ 
h4->-4 -^y U;U) :t^->3 7x-;U} »U7 (2 7 1) 
6. 7--J;l h + v'-4- (4-75 y'7iy + v') +7 ij > (52mg) 5: 
(5ml) lcJn*ij§)!?L> hUxf^;1.7i> (1ml) h 
'J7*xy> (66mE) ^Jdx.. 2^Pa!lQ*!faBStLfco R«;?S{-3. 4. 5- 
h+->7^i)> (7 6mg) ^Jnx. 1 9^HJinJfea«[L^:o RJC«t<c^K 
7K«-^ h U -t'A^igSE^-jD^. f^ieif^;l'T-2|Hl}ttfaLfe'^*«S^te?n^7K 

*;l.i./7-bh> (10/1) T'®§gt5->'>;*y;U*7Ai'D-7h^^5 7^- 
l-J;Offi»U gfiO-fb^^^-? 6mg. IR^S 7?6-e?ifco 
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^H-NMR (CDC 1 3, 5 0 0MHz) : 53. 81 (s, 6H) , 
3. 83 (s. 3H). 4. 02 (s, 3H). 4. 05 (s, 3H). 

6. 44 (d. J=4. 9Hz. 1 H) , 6. 69 (s. 2H) , 7. 1 2 (d. 
J=9. 2H2. 2H), 7. 41 (s, 1 H) . 7. 41 (b r s. 1 H) . 

7. 48 (d. J=8. 6Hz. 2H) . 7. 57 (s. IH). 7. 58 (s. 
IH) , 8. 47 (d, J=4. 9Hz, 1 H) 

HS^tfflt (FD-MS, m/z) :5 0 5 (M"^) 

N- (2. 4-y7;l';t-D7x-;l/) -N' - {4- [ (6. 7-vV h4-> 
-4-4^y'J;l^) 7x-;l/} -^L/T (2 7 2) 

6. 7--:;'^ h + y-4- (4-TS>'7ty + -» +y 'J > (1 OOmg) 
<&h;bx> (10ml) IzlJDfmmifz^^ 2, 4 - ^ 7;b;<-n ^iJiyH" V •> 
(12 0ml) t:ta^^ 3 OiUmimmUzo tfftULT^fclgS^tt 
KLx hJbx>T-j5fe!^t5Ci»=<fct)^ffl{b^ia^l 2 8mg. JR$8 4%T- 

^H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s. 3H) . 
3. 9 5 (s. 3H) . 6. 4 6 (d, J =4. 9 Hz. 1 H) . 7. 0 3- 
7. 1 0 (m. IH) , 7. 2 2 (d. J = 9. 2 Hz. 2H) . 7. 2 8- 
7. 3 5 (m. IH) . 7. 3 9 (s. IH) . 7. 5 2 (s, 1 H) . 

7. 5 9 (d. J =9. 2 Hz. 2H) . 8. 0 5-8. 1 2 (m. 1 H) . 

8. 4 7 (d. J = 5. 5 Hz, IH) . 8. 5 2 (s, IH) . 9. 1 5 (s. 
IH) 

BS5^»f€ (FD-MS, m/z) :451 (M"*") 
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llil^2 3 7 

N- (2. 5->'7;U;ro7j:-;b) -N' - {4- [ (6. l-'^i V^y 
-A-^J')}1) ;«-^->3 7j:-;t'} ^uy (2 7 3) 

6. h + (4-7iy7xy + » > (1 0 Omg) 

^h;l.x> (lOml) lcSDffe^*PLfc^> 2. 5->"7;l-;i-D7xj:^;b'f'7-> 
(12 0ml) ^Jp^. 3 O^PBTOitBflitL/co tFftii LTifcifeg^a 
IZL. hJUx>T-^^t5CilcJ:lj«S©{t^i^^l 3 2mg, iR*8 7%T- 

^H-NMR (DMSO-dg. SOOMHz) : 5 3. 9 4 (s. 3 H) . 
3. 95 (s. 3H). 6. 46 (d. J = 5. 5Hz. 1 H) , 6. 8 0- 

6. 87 (m. IH). 7. 23 (d. J=9. 2Hz. 2H). 7. 2 7- 

7. 3 3 (m. IH) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) . 

7. 59 (d. J=8. 6H2, 2 H) , 8. 0 3-8. 0 8 (m, 1 H) , 

8. 47 (d, J=5. 5Hz. 1 H) , 8. 78 (s. IH). 9. 27 (s. 
IH) 

Hfi^tfrfii (FD-MS. m/z) :4 51 (M"^) 
llte«2 3 8 

N- {A-7iJ -2-^uzyjj.-JV) -N' - (4- [ (6. 7--:^^' h 
^'y-A-^y >)jV) t^'yl -Jj.-M (2 74) 

N- (4-i'UD-3--hn7i;^;l') -N' - {4- [ (6. 7-->V V 
+ ->-4- + y'J;l') 7xr.;l/} -^L/T (1 5 Om g) d D*;bX. 

/it^J-Jl/i^ (lOml/l 3nil/3inl) lcJg»L> ^:*-«tK:»- h •) 
A (501m g) ^•JD^^ eCCJCTSO^^PaStJtLfco ^DD*;bi.T-2IlItt 
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^H^SiU g6ffi«-i'nD+.;l.A/7-bh> (1 0/1) T-M^t i >") i: ^' 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s. 3 H) , 
3. 94 (s. 3H). 5. 14 (b r s. 2H), 6. 43 (d. J=4. 9 
Hz, IH), 6. 51 (m. 1 H) . 6. 65 (d, J=2. SHz. 1 H) . 
7. 17 (d, J=9. 2Hz. 2H). 7. 38 (s. IH) , 7. 48 (d. 
J = 8. 6Hz. IH). 7. 51 (s. 1 H) . 7. 56 (d, ■J = 8. 5H 
z, 2H), 7. 83 (s, IH). 8. 45 (d. J = 5. 5Hz. 1 H) . 
9. 1 0 (s. IH) 
Sa^lfffil (FD-MS, m/z) :4 64 (M"^) , 4 6 6 (M''" + 2) 

mmm2 3 9 

N- {4- [(6. 1 -V^ V^=y-^-^J it^'y'\ 7 J.-M - 
N' - [2-xh4-/;»;b.t'-.'l/7x-;b3 »U7 (2 7 5) 

6. l-'J:l h + ->-4- (4-7i y^xy + v/) (1 0 Omg) 

^:h;Ux> (lOml) lctlSft^ffL> h>Ji^;b7 5> (Iml) ^ta^iz^^ 
V')yt7.>f> (10 Omg) >Sr^Oi^ 2^rBlJnJfe3i«ELfco SloaJix^-il/- 

2-T5y'^>>/x-h (8 4nig) ^jD^. imfmfmmLtto m.mmzm 

V U 0 A7K^ffi^rJD;t. ftKx5^^l'T-2IilttdlLfcm*t!Wi?:tafnt« 

D+s^UA/T-fe h> (10/1) ■Cg§§t5v"My^l'*7A5'DVh;y5 7 4 

^H-NMR (DMSO-dg. 90MHz) : 51. 37 (t. J=7Hz, 
3H) . 3. 9 4 (s. 3H) . 3. 9 4 (s. 3 H) . 4. 3 8 (q. J = 7 
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Hz. 2H). 6. 47 (d. J = 5Hz. 1 H) . 7. 1-8. 1 (m. 9 H) 
. 8. 38 (d. J=9Hz. IH), 8. 47 (d, J=5Hz. 1 H) . 
9. 92 (s. IH) , 10. 10 (s, IH) 
Sfi^tfrffi (FD-MS. m/z) :4 8 7 (M"*") 

N- (2-:>'»>il/f-:t7j.-;l/) -N' - (4- [ (6. h^i/-4 

t^vl 7x-;U) '^UT (2 7 6) 
6. 7-i5y h + >'-4- (4-TS y^iy*-/) +>"J > (1 3 Img) 
^h;Ux> (ISml) lcjD.*ijt(j?U h*)J^i-JV7i> (2. 6ml) ^]!)D;l 
fz'&. h<)-7*xY> (15 2ing) 'kta^. 2^r^JnJfejS»ELfco SJt;tt{c2 
?;l/^:r7^U > (0. 11ml) ilM^s 1 O^FHllfflSftjSat Lfco 5J6«E 

^■^'□D+w^A/7■lr^> (4/l) i:'Smt?>><)ij>r)lf}y2.fv7\-try 
y-i-lc^lOtnmU *S©{b^^2 9mg, JR¥l4%T^fco 

^H-NMR (DMSO-dg. 5 0 0MHz) -.62. 50 (s. 3H). 
4. 00 (s. 3H). 4. 00 (s, 3H), 6. 51 (d. J=5. 5Hz. 
IH) , 7. 0 8-7. 15 (m. 1 H) . 7. 2 5-7. 3 5 (m. 3H) . 
7. 45 (s. IH). 7. 48 (d. J^7. 9Hz. IH), 7. 58 (s. 
IH) . 7. 6 7 (d. J = 8. 5 Hz. 2H) . 7. 9 9 (d, J = 7. 9H 
2. IH) , 8. 2 4 (s. IH) . 8. 5 3 (d. J =5. 5 Hz. 1 H) . 
9. 61 (s. IH) 

S«5}«ffii (FD-MS. m/z) :461 (M^) 
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2 0 1 

N- [3. 5-b'X (.h^)yJl-7i-a/f-Jl) -N' - {4- [ C6. 

7-'J/ >)Ji:) t^jy'] 7x-;l/} '^jUJ (2 7 7) 

6. l-'J/ V^i^-A- iA-TiJy:,Lj^l')^J^)> (5 Omg) 
(5ml) hUif-;U7$> (1ml) h 

ij7t7.^'> (5 5mg) ?•^Hl;l^ 3 3JP^J)DlS«ii£ L SfC?8[JC3. 5-t"x 
(h 'j7;l/;t-Dyf^;l.) 7^'J> (116mg) «-in^> 2 Q^WaimWiLti^ 

giai>£:5'DD;}-OUjU/7-fer (10/1) TSII3f S v"J * ^-11/* 7 A d -7 

^H-NMR (DMSO-dg, 5 0 0MHz) : 53. 9 3 (s. 3H) , 
3. 94 (s, 3H). 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d. 
J = 9. 2Hz. 2H). 7. 39 (s, 1 H) . 7. 51 (d. J = 9. 2H 
z. 2H) . 7. 62 (d. J=9. 2Hz. 2H) . 7. 64 (s, 1 H) . 

8. 15 (s. J=5. 5Hz, 2H) . 9. 13 (s. 1 H) . 

9. 43 (s. IH) 

Sfii^tffii (FD-MS, m/z) :55 1 (M^) 

nmm2 42 

N- (3-»nn:/af;U) -N' - {4- [ (6. 7~i^/ h4->-4-4^ 
yjVU) 7x-;U) ■>l/7 (2 7 8) 

6. 7-i?y h + i'-4- (4-7 5 y^ty+i/) +>"J > (5 Omg) «• 
(5ml) tcjDJftSlSLx h'Jxf^;l'75> (1ml) «•^D;t/;^^ h 
•)7*xy> (5 5mg) <&jD;i^ 3 ^P^IftSffi L fco SlEfti:: 3 - ^' d o r 
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Dt';l/7^';> (6 6mg) iUa^. 2 Oi^fimi^mLtz, R;Cfft(cK»*m 

^L. m7i(.mmi- K 'J-t^AT-ISJiLfco «ET^iSt^a*L, SS^^'DDt.;!. 
A/7-bh> (10/1) T-Sigt5v"J*y>'b*7A^'D^hi^57>f-(Cj; 
!9fSS!!Lx SJi©^(:^tl^2 6mg. JR*3 7%-e?#fco 

^H-NMR (DMSO-dg. 5 00MHz) 87~1. 9 4 (m. 

2H). 3. 20~3. 27 (m, 2H). 3. 69 (t, J=6. IHz. 2 
H) . 3. 9 3 (s, 3H) . 3. 9 4 (s, 3H) . 6. 2 9 (t. J = 
6. IHz, IH), 6. 41 (d. J=5. 5Hz, 1 H) . 7. 14 (d, 
J=9. 2Hz. 2H) . 7. 38 (s, 1 H) . 7. 5 0-7. 5 5 (m. 3 
H) . 8. 46 (d, J=4. 9Hz. 1 H) . 8. 61 (s. 1 H) 

Kfi^Jtfftt (FD-MS. m/z) :415 (M"^) 

IIJfeW2 4 3 

N- (5- [2- U-yJltzs) 7xy^^>] -b'U->Mb) -N^ - {4- 
[(6. l--J;fh^i/-4-^J')Jl')t^yl 7x-;l/} 1?U7 (2 7 9) 
6. 7-i^y h + v'-4- (4-7 5 y7xy + i/) +yU > (5 Smg) ^ 
h)lJi> (5ml) lcM«SS»Ls MJx^;b7 5> (1ml) ^-SD^fcft^ h 

'j7*xy> (58mg) ?rj)D;i> AinmifmmLfzo mt:mz5-7i/- 

2- (4-7^b;tD) 7x^ + 1^^') (9 5mg) iHa^. Id^WsHm 

^4L^ SM*i'nD:l-.;I/A/7-b h> (1 0/1) TSK-fS-vy 
A^nT'|s/77-r-lcJ:t3||8au ^®^l:^«J^-7 4mg> )R^7 996T^ 
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^H-NMR (DMSO-dg. 5 0 0MHz) : 53. 94 (s. 3H) , 

3. 95 (s. 3H) . 6. 44 (d. J = 5. 5Hz. 1 H) , 7. 01 (d. 
J=8. 5H2. IH), 7. 12~7. 24 (m. 6H), 7. 38 (s. 1 
H) , 7. 51 (s. IH). 7. 59 (d. J = 9. 2H2. 2H). 

8. 01 (d. J = 8. 6Hz, IH). 8. 19 (d, J=2. 4H2. 1 H) 
. 8. 46 (d. J=4. 9Hz. 1 H) . 8. 77 (s, 1 H) , 8. 89 
(s. IH) 

HfiiJWffi (FD-MS. m/z) :52 6 (M"^) 
liaE0!l2 4 4 

N- {4- [(6. 7 -'Jyt h^'>-4-^/ <)Jl) ^^jy} 7^--/b} - 
N' - (Z-i^/f-JlT '>U7 (280) 

6, 7 -'J/ h + ->-4- (4-Tiy7x>' + » +y V> (52mg) ^ 
h^bx^ (5ml) ICtoii^lSL. \->)J^i-J\^7i> ilml) ^Ua^tz^^ \- 
')y*XY> (55mg) ^aO;i> Z^Nimf^Mlti^ Sfi5*felw3-i?y f^Jb 

7;y7-')>(69mg) iuoA.. i2^mijafmmiitc ^mmizmm^m 

f- Y 'J ^i.itimmta^. »i!x^;UT-20atbL/;**«Ji«-iafP6Jg*T-iS 

A/7-bh> (10/1) T-gia-f5->iJ*'irVl'*7X.^'D-7h/77'f-{Cj: 
»3?I»U ^ffl|b^^-7 2mg. iR*8 9%T{#/io 
^H-NMR (CDCl g. 5 0 0MHz) : 52. 9 2 (s, 6H) . 

4. 01 (s. 3H). 4. 03 Cs. 3H) . 6. 41 (d. J=4. 9H2. 
IH) , 6. 4 8 (d, J =8. 6 Hz, 1 H) . 6. 5 6 (d. J = 9. 2H 
z, IH), 6. 88 (s, IH), 7. 08 (d. J = 9. 2Hz. 2H), 
7. 14 (dd. 1 = 7. 9. 8. 5Hz. IH). 7. 35 (s, 1 H) . 
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1=9 2Hz. 2H) . T. 55 (s. 
7 41 (s. IH). T. 45 (d. J-9- 

„ . c J =4 9Hz, IH) 
IH). 7. 67 (s. IH). 8. 45 (d. J ^4. 

Ifi^^TtlCFD-MS. m/z) : 4 5 8 (M ) 



r9-tK°* -^'-"'' " 

e.ssc«.3H,,,.20<a.. = B. «■ J'' 

,H>.,.52C..tH),7.e«(-.-«-«;- -^^'^^ 

, 1 «^ R 19 (s. IH) , 8. 4 7 Cd. J 
8. 03-8. 08 (m. 1 H) . 8. 19 ^ • 

5 5HZ. IH). 9. 46 (s. IH) . 9- « 
Sfii^fffi(FD-MS. m/z) :4 31(M ) 



wo 97/17329 



20 5 



PCT/JI>9«A»3229 



IIJt^J2 4 6 

N- (3-b KD4^->7x-yb) -N' - {4- [ (6. l-'Ji h^->-4 
-^yu;b) t^v'\ 7x-;l/) ^I'T (2 8 2) 

6. 7-->V h + ->-4- (4-7? y7xy + -» +y 'J> (11 5mg) 
5&h;Ui> (12ml) hijxf-;I.7;> (2m n *tiD;t)tSfc. 

h'J7*xy> (113mg) ^i!lD;t. 2 :»PBms^aE L /lo RlEtticS-T? 

(7 3mg) ^isaA.. iQ^fm^^mKLfzo K)m.\zuwm± 
mm(Ditm=i: 9 5 m (r^ e o %T-»fco 

■^H-NMR (DMSO-dg. 5 0 0MHz) : 53. 94 (s. 3 H) , 

3. 9 5 (s. 3H) . 6. 3 5~6. 4 2 (m. 1 H) . 6. 4 4 (d, J = 

4. 9Hz. IH). 6. 77~6. 85 (m, I H) . 6. 98~7. 08 
(m, 2H). 7. 20 (d, J=8. 6Hz. 2 H) , 7. 39 (s. 1 H) . 
7. 52 (s, IH). 7. 58 (d. J = 8. 6Hz, 2H) . 8. 47 (d, 
J =4. 9 Hz, IH) . 8. 5 7 (s. 1 H) . 8. 7 3 (s, IH) , 

9. 3 1 (s. IH) 
»fi^ffffl(FD-MS. m/z) :431 (M"*") 

N- (3-b KD^->:i^;Ut'-;l/7x-;U) -N' - {4- [ (6. 7-'J/ 
h^>-4-4-yU-JU) Tj-df-i/} y:LS.M t)\yr (2 8 3) 

IIJte0>Jl 9 7-C-^fcN- (3-xh + v/*Jl.*'x>'b7xxJl.) -N' - {4- 
[(6. 7--:?> h+->-4-+y 'j-^W 7xJi;H 1^7(190 

mg) «-y^y-^K3ml) ic^jgU 3 5 •) •t' A*i$ft ( 5 m 1 ) 
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^H-NMR (DMSO-dg. 5 0 0MHz) : 53. 94 (s. 3 H) , 
3. 9 5 (s. 3H) . 6. 4 5 (d. J = 5. 5 Hz, 1 H) . 7. 2 0 (d, 
J=8. 6Hz, 2H), 7. 38~7. 65 (m. 7H), 8. 13 (s. 
IH), 8. 46 (d. J = 4. 9Hz. 1 H) . 8. 88 (s, 1 H) . 
8. 97 (s. IH) 

. ®S^«rM (FD-MS. m/z) :45 9 (M"^) 
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listar-Kyoto^7 y h (B*^r--'l'X'J^<-tt*^'iA?) J; f3 ffW^-fiStB U 
•>-f>i^S(Nephron, 22, 454 (1978)) lci^T.^i*<**SIZLfco dtl^-. 
lO^-^'i/BSffifliri (OTs FCS ilg-T) '^^tsmi 1640 (JilT^ 

^•tJ->:p'5Am5-2 4;^¥e:^U- K-Sat^ 10%FCS '£#t;^ttl=T2 
B F^^S L fco fflia*< 1 -i^ X I? 3 X 1 0 fi i 4- o ^i^.iiT^Jfe* 0 . 

^B*iU g^«LfcM=£500 ;/l ©IgftfiT'?*;^^. 0. 1 i/Jfil^TJbT'i 
> (£lTx BSAiUSt) ^■#t'^it6*2 5 I^JdL/Io i^y^;Ux;b*+ 

■> K (OT. D M s 0 i est ) (zmm^^tzi^^mm z o^miz i . 3 s i 
wsairm^'^. 3 7t:T-i^rBi-<>+^'<-KL/:o t hia*»^i!]fli/jN«4. 

^ItJiS^BBji (OTn PDGF-BB iBSt) ?rO. 1% BSA^#t;^il6tC^P$1i-, 
C*l**l«S*<5 Ong/nl it£ 5 ioJc^-? x^Kc 2 5 ;i 1 -f-p^JoLs 37*0 
T 1 O^ia-f V+^K- h L/To :eil6*li^U 5 0 0 /i 1 ffl 'J >iagffi4Sft 
Jg* (pH7. 4) (JaT, PBS tV&t) T-fflSa^j5fe^'*> ftlSaJ^i'SJ^'fkilgffijS 
ox Triton XlOO > 2iiiM :tJl h^<±-J}mi- V *) <:? J^. ItH J^f-l^>'J7 i > 4 
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ffm2i-b>)^J. (jyTs EDTAiBSt) h ') XigStg^J^TK (p H 7. 

^ommc iHyoi) j\^mti- h a (kit. sds tnt) ^^t; h v 

PDGF-BB 0SSD{CJ:») iB<J >il<b5:^l:^fcPDGFSS«: (^J^fi : *tJl 8 OKDa ) 
PDGF-BB SairiSPDGFSgftOiS'; >mi\A^:l 0 0%s ISItlfeJ;Ul>DGF-B 

§S<*iE'J >»{b5 0%I1S«S (1 Cgp) ^IfHiL/co 

*feDS©{b^«!i©PDGF§s»eau >e^b5 o%ii*«g Cj^) moo 

5§#SS'J>iJ<b5 0%iaS«K (I C„) ©ttm^lB2Slctt»T/T^to 
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^ 2 S 

PDGF§S»@B'J>i?{b 
-fb^^S^ Pi^«S (I Cgj,: liM) 

(2) 0. 44 

(6) 0. 45 

(8) 0. 10 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 0 5 

(4 4) 0. 006 

(4 5) 0. 0 14 

(46) 0. 02 1 

(4 7) 0. 04 3 

(4 9) 0. 018 

(5 0) 0. 0 67 

(51) 0. 009 

(52) 0. 03 
(5 3) 0. 010 
(5 4) 0. 0 03 
(5 5) 0. 0 03 
(5 6) 0. 004 
(5 7) 0. 0 06 
(5 8) 0. 0 02 
(5 9) 0. 0 04 
(6 0) 0. 0 04 
(63) 0. 40 

(66) 0. 13 

(67) 0. 1 1 

(68) 0. 44 
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(69) 
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05 


(74) 
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34 


(7 5) 
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1 8 


(7 9) 


0. 


34 


(94) 


0. 


02 3 


(1 1 3) 


0. 


004 


(1 1 4) 


0. 


0 04 


(13 1) 


0. 


0 0 3 


(133) 


0. 


0 0 7 


(135) 


0. 


0 4 3 


(138) 


0. 


0 1 4 


(139) 


0. 


005 


(1 6 3) 


0. 


0 05 


(165) 


0. 


0 1 0 


(166) 


0. 


0 1 1 


(1 6 7) 


0. 


0 04 


(1 6 8) 


0. 


006 


(1 6 9) 


0. 


0 04 


(170) 


0. 


0 1 8 


(172) 


0. 


0 1 0 


(1 7 3) 


0. 


0 1 6 


(174) 


0. 


0 02 


(175) 


0. 


0 06 


(188) 


0. 


0 06 


(189) 


0. 


0 1 1 


(190) 


0. 


02 1 


(192) 


0. 


004 


(194) 


0. 


0 1 4 


(195) 


0. 


079 


(196) 


0. 


031 


(197) 


0. 


010 


(198) 


0. 


0 1 1 
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2 1 1 



V 1 y y ; 


n n n o 
U. U U o 


o n n \ 


U , U U 4 




ri n n Q 

u. u u y 




n n o 7 
U. U o 7 


/' o o c ^ 


U. U 4 / 


\c c b; 


n nil 
U. U 1 1 




U. U / o 


/' o o o ^ 


n n a a 
(J. U 0 5 


/ o o n ^ 


0. 0 3 7 


/" o o n \ 


0. 0 3 4 


C2 3 1; 


0. 0 19 




0. 0 18 


(2 3 3) 


0. 0 13 


(2 3 4) 


0. 0 2 4 


C2 3 5; 


0. 0 4 3 


(2 3 6; 


0. 0 5 5 


(2 3 7; 


0. 0 7 5 




0- 0 15 


(.2 3 9; 


0. 0 0 5 


C2 4 0) 


0.15 


C2 4 1 J 


0. 0 18 


C2 4 2; 


A A 1 O 

0. 0 18 


v2 4 6} 


0, 0 14 


V2 4 4; 


n AAA 

0. 0 0 y 


C2 4 5 J 


A A A ^ 

0. 0 0 6 


C2 4 d; 


A A 1 O 

0. 0 13 


v2 4 7; 


A AAA 

0. 0 1) y 


(24 8) 


0. 0 6 3 


(2 49) 


0. 04 1 


(250) 


0. 0 1 7 


(251) 


0. 036 


(2 5 3) 


0. 007 
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aitgij2 

me E®Jitt f istar-Kyoto yyh (7 MM) ( B*5^ + - /UX 'J ^ <-^i,^ 
OX- 7 (Pathol. Int., 45. 409(1995)«-fflUTii£/L/;) ^1. 2mg/kgOfflg 

S^ti-. OX-7fft^SBJ:!9 1 0 20. 8 BfemSlgnft^Lfco 

1 : ^nwmz 2 5 %jyTos{t^i?$-g>i) s 

2 : 2 5-5 0 %®g^t3S^?:e:«)5 

3 : ^mt^Piiz 5 0-7 5 %fflS{blg^^&g.» 5 

4 : ic 7 5 - 1 0 0 % ©g-ft^^^g!* S 
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1 Omg/kg 1 1. 7 P<0. 0 5 

SOmg/kg 1 0. 2 P<0. 0 5 

1 OOmg/kg 1 3. 7 P<0. 01 

1 ib^fe)##4 3®^b^^tD-7»7.ejiD^ania (? s 8 s) tzMtitnsm 
v-^xajtiii^iffiiiapassaBiia (ATcc*^^,A?) ^ ixi o^nHKi^gjc 

1 0 0iiiE/kg<!:nj*ii9i::!$K{t^«!I?:a4L^<!:C5> J^MSflc^fLT 
13 0 %OS^S!i**^S[J6 t.tlfco 



2 <b^!fe|#-§4 SO^b^ifelCDt h/'J^-vana (GL0 7) izMtiinM 

mm 
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mm^ 1 i itztiommox □ §®ii3Sft8^ c x. mit^mm^ 
fmi^m'^Txtu mmmmmm iTGiR) = (i-tx/cx) x 

3 ;$:^Bflg>{b^^® fc h y 'J t—7mm (G L 0 7 ) ic^f -SfaB^jam 

2 1 mmtz. b h / vasac l o 7 mmm^pm^mi)^ t>A?) ^ 

a(D^J^;4<l^-tC 4- 5 J; 9 ICI 1¥ 4 Ef^ icP^ It ^- L , 5 0 mg/kgi S J: -p 

^mommtm^Txtu mMi^mmm (tg i r) = (i-tx/cx) 
X 1 ooi^ibfto c*it>®^m«-m3Sic/T^to 
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J^B.f9>v^B /IS t*r n>'J 1" 

(TG I R%) 


(44) 


78 


(45) 


68 


(52) 


86 


(56) 


52 


(57) 


64 


(58) 


5 7 


(59) 


8 2 


(165) 


7 0 


(168) 


56 


(1 7 3) 


54 


(190) 


5 0 


(191) 


50 


(194) 


59 


(225) 


58 


(22 7) 


78 


(22 9) 


8 1 


(23 5) 


7 8 


(23 6) 


84 


(2 3 7) 


74 


(24 2) 


62 


(244) 


73 


(25 4) 


85 
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2 1 7 

(2 55) 8 6 

(26 0) 52 

(2 62) 8 7 

(2 64) 6 3 

(2 6 7) 6 5 

(272) 84 

4 it^m^A z^^ifit^m^s 8oit^^(D^mmmmzMt?>ifL 



(Dmmim<OW-i^i)<i^-lzf£ S J; ■? l ^ 4 E-To L^ l O Offlg/kg 
LTto C*it.©BJSii5EfilftiJ$ (TGIB) ©ijSJI«-IB4«{C7Sto 



m4m 

mmmmm 

1 SI (TG I R%) 

(4 3) (58) 
COL-1 colon 68 74 

St-4 stomach 78 86 

L-27 lung 8 3 9 6 
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2 18 

-gf9~l OEOffittDBA/lJNCrj^-^X OiiftJ) (B*^+.-;bX 

(K-4 1, :3-7-y>gtfggfjg^^) ^ 1 5 DgO Mycobacterium tuberculosis 
H3 7Ra (Difco Labs.j!)>f>A?) X 2. 5iiil®4S^^«[fc 7 . 5 ml© 
7^^7n'f > h'7i?:s.^<> K (Difco Labs. *^^)A^) *^t>xv;l/i/3 ><&|| 
K -7 -i; X(Dl«g5{c 3 jlF^or^HT 20, 1 t) 0 . 1 bIKTS^ LM 

<b^«!;S^4 3©{b^#l03 7-y>Ra|ttiggi5i{j©|g|||igg^ (%) ^.J2f-f 

mm 7/10 7 0 

lOiDg/kE 1/9 11 

lOOmg/kg 0/10 0 

PXtcomi^ bib^tlS^ 4 3 (Oitma :3 7 - y >^3lttB8Si5!Ji©||ffi^ ai 
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2 1 9 



:^mM<oit^mi. mntmmmmicm?>fmm. ^mKn. pdgf§ 
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ft ® ie ffi 

1. TS (I ) T«t)$n5+y ij ymmms-'^mz^i-v') 




CHtfciSNT*)t). 
1. W*<CHfflS^, 
(a) X(iOSfciiST'*t)x Q(i> 
(ID : 




mill, 2^fcll3T•*t)^ RgliliSiJtcCN. OH^ ^-^^fy-s 
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S. (Ill ) 




^ '"^''"^ (III) 



a (IV) : 



(iV) 




(b) XIIO. SS/cfiCH^T^O. Q{i. 
S (V) : 



(V) 




^ 1 

(Cj-C^q) 7^1^^ C ^ -C^7;l/:3+'>;^;U4<'-;K 7x-;k 
5^;k 7>j;k f-x-;k -<>7^;k S»<>W;U5/:{iC2-C^7i/;u 



, wo 97/17329 
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imifzii2m(^>mmmT^^i. m^izj^iomm. mmtsi, 

&(0^mA<D^f- D 7 'J - Jl&ib Z\^\i9-ttzl,il 0 -MO?2^S;©'X-f d 7 
U-;i/ST*?)s ATSt>$*lSCnt>®7;b+>'US. 7<)-Jimtfzli^fT) 
7'J-;^5li^ CN. N02n 0H> NHgx ^^ny>, 0^-057^1-+;^ 
(C3-C J q) 7-'l'+;k C J -C^7;l'3+-/, C J -C^7^b3 + -> 

i?:t+->, C J -c ^7Ji'+;b7 i V- (C ^ -c ^7;u+;u) 7;y^ 
COgH, CONHg^ N- (C j-C^7;l'+>'l') 7i K\ N, N-v- 

(C^-C^7;l'+;U) 7i y\ C2-C^7;l'+>'b7 i F\ hU-7;L-:tDy^ 
;k C ^ -C^7;U+;l'5^;t, 7^::^;^ Sg&7^^;k 7xy + ->, S^7a: 

+ 7i^;b^:ts g»7x^;l/f-;*-s 7i-;u (C J -C ^7;l/+;l') ^ 
«^7x^jl. (c ^ -c^7;u+;i/) ^ fj v;k fv->-;k f'j ; i^^vk 

h"ijy-:?j^Jk fDiJi>^;K f'<'Ji:^-;k f'^vv-vk :!^^-bX7-:^"->'k 
*-;Ut>iJ^;K 'J ;k 4:(-ViJ^;k 's^V'-T-'k S^Ov'^ Jlifzli 
C 2 - C ^ 7 ->;l.:6^ t.«IR^n5 1-5 LTi,>T J; < . B {i^ 
0. S. NH. NCN. NRg^/cliNORg (CCT\ R g (5 C j - C 5 7;1/ 

2. W*<N0^^. XiiO. Sf fci4CH2-e*!3. Q^i^ 
55; (V) : 
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2. S (I) W3!HCH-C*»)s Xd<OS/;{iST'*.(?. Qi)<^ (II) ^ 
^ (III ) ifcttS (IV) T^snS, W^:®! {cl2*S©+y >f|*#fcJ:o: 

3. ^ (I) *^ W*>'CHT-*0, X*<0T*f9. Qt<g. (II) . 5^ (III ) 
tfzit^ (IV) T^^ns. it:SJllictB«®+y <) >m^ti.ii^if Unicom 

4. S (I) X*<0. StfcJiCH 2^*19. Q*<3J (V) T/T^$ns> 

5. S; (I) RjisiOfRgA^^igiJicC J -C5 7;l.+;l/T*»3, Qi>< 

S (V) K (V) j*5<kc;k*<0-e*i5. BH. O, S, NORe (cc 

b 

T> RgliC J -Cg7;l/+;UT*5) T*>5] Tgt.$tl^. 

6 . a; ( I ) R J fc J; o:r 2 *<<1SIJJC C J - C g TyU+^UT-* D , QtK 
a: (V) CS (V) it"^ j*<0T-**3*^ok*<lT*5K j 
*^-^k*<OT-*!^, Rg*<*3Rt^li;<^;^T'*'9^ Bii^ 0^ S> NH^ 
NCN, NRgS^ittNORg {ZZr\ RgliC j - C ^7 Jl^JlX'^i) T" 

7. SC (I) RjfciDfRgAWl-C j-Cg7;U+JUT-*t)s Q*< 
a: (V) K (V) j*J:CKk3!l^t^>l::lT-*t)^ R gAWJlCTKSStfcS 

B[i> 0^ S. NH^ NCN^ NRg*fcliNORg (CCT\ 
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8. 5S CVI) : 



K*. Wfi C H * /rliNT* R ^ :fe J:C;R 2 ii<i«iJl- C ^ - C g 7;U4^ 

s-yf-;k t-yf-;k ^Vf-^k -fV^>^^k >^:^D^>^Jk i/^nA. 
4-i/;k '>^D^y^;k 7x-;k ■:^7^>'k :7ij;k ^x-ji.;k e'j>^;b$ 

hVl/7^y. >^y^;U7^y. h 'j7;U:^-D;^f-;k ^f-^k xf-Jk ^nt^k 
-fvyne^k :/f-;k ^vy^^k s-7^;k t-y^;k h + y. xh 

4-y >J >g§SH*:/<iba'lw4-^yU >^*#. *Jctc;'?:tlbCD|S|i^6g{ci^gT^-5 



O 
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K*. W{SCH^7t(4NTi»3s j fiOT-*t)*^-PklllT-o5*\ tfiii 
DhVk y^'-'K -rvT'^-'k s-yf-^K t-y^JK Oi-Jl^ -iVOi- 

■:^xf-;u7? vyDf;i'7jy> xyf-;^7^>'^ h ';7;i';^-oy5^ 

>'k ^f^^k x5^;k rfnt'JK -fy^Df^k ^f-^k ^rv^f-^k s -7"^ 

+ i'*>t.ilt)?$tiSl~51©i:SI5^^iLTi.^T^>J;i^] "cs^^^ns^y y 
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10. ^ (VIII) : 




C ^-C^T;l/>:r-;K i^;^D^>f-;K i/r^D^+i/;k i/^D^7'f^;k 
C ^ -C^7;l':3 + i/:^;U;iijL;k 7i-;k ±7f*;k 7U;k ^xj:.;k < 
>vV>k 7-tr^;k t°'J>^;k h'U^v^-^k t"Dij>^-;k t^^^) 'J^jK 
t:X^>?^;k ^^^b"^5>''->'k 'J y T**;. ATSt)^ tl^ Cftii^D 

7;U4;L>S. 7'j-;US*^ti^xD7'J-^bS(i. ^^n>!r'>, y7y^ COg 

- (C, - C .7;l'+;l') 7^ C- -Ct,7vD4^v, - C^7>';k 
14 15 lb 

C ^TJla^i/jW C^-C^7;l/3+y:^;l/4^-;k N~ (C^-C^7;l/+ 
;V) 7= K\ N, N-y- (C^-C^7;U+;L') 7i F\ C2-c^7;u+;b 
7^ H\ x^U>v^;^|-+i>, 7i-;k 7iy4^'>s SS7x-;k OvV>fk 
h^UvOk b'^i^-^k li'j^vJ-^k fU^^'v-^k +yUJk 
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11. S (IX) : 




C ^ -C^T^U^-;^ '>:^n^>f-;K ^^^d^4^->;K '>:?'n^yf-;k 

- (C j-C^7)L'4-;U) 7iy. C^-Cg7->D + v, C ^ - C ^ 7 '>;k 
C j-C^7;l/4^>'l/f-;d-s h U 7;l.>f Dy^;k C^-Cg7;b^;k C^ - 
C^7;U=J + i/;k C J -C^7;H3 + '>;^>fUt^-;k N- (0^-0^7;!.+ 
Jl K\ N, N-'y- (C^-C^7;U+;l.) 7^ K\ C g - C ^ 7;U4^;l/ 
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f'J-^Vk k*7v'^;k f'J5i?^;k b*>jy-:^^;k tfz\i^i-v 

12. (VI) 41, W*< C H * > 8 lc!E«©+ y ij >f|a|(*i5 i 

13. ^ (VII ) W*<C HT'4>5, 11*119 ictai|®+y U >SIS?<*te 
1 4. ^ (VIII) W*<CHT*5> 11*51 Otztmo^y 'j 

1 5. ^ (IX) cfi, W*<CHT*S. H[*:S1 1 (ciS«cD+y U >mm#ii 
1 6. S (X) : 




(X) 
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i^nK>^Jl^ vfra^^i/jl^ ^y^a^-f^JK 7 C^-C^7;U3 + 
'yijJlt::LJl^ 7a:-;k i-yf-JW JlT^^O. AT$^$:n-£ CtX t> 

^^ 3-K\ -hn, JiJ^ V- (C ^-C^T;!/^;!/) 7^y^ xf-L/>>f 
:toy^;k C^-C^7;l/+;k C ^ - C ^ 7;L^n + 'X h''jy;k 

17. (XI) : 




^□^>^;k i/^a^+i/;k '>^'oA.7r^;k 7 ^) )K C ^-C ^7)1^^ 

iD7;U+;US^ Sfc{i7U-;US{i. OH. COgH. 7;U:tD. ^^nn^ 

3-h\ -bn. 7W. V- (C j-C^7;l/+;l') 71J^ xf-U>i; 
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xJl^^*^^>a^?^tl5 l~5^ifflS8^s^■WLT^.^TfcJ;^^] 

18. it (I) *x W*<CHT-*.!J> X*<0-r*f5, R jt>J;afR2*^ifc 
lz/^jlT$>i!). Q*<S (V) K (V) j fcJ;^>'k*<^i«lJ|cO*fcalT' 
^fcJ4's'rDTU-;l^ai4. 0H^ COgH. 7;U;l-a, ^'uo, ^n*^ 3- 

jrhD^ T^y. (c ^ -c ^T^u+.'b) T^y> x^u>v;^:^^->^ 

7-bh + ->> y^;l'^:t> C j-C^7-'l'^ + v'*;L'*--'k h 'J 7 ;l';f n y f- 
;k Cj-C^7;w+;k C J -C^7;i'3+>'^ fUv^-ik t^:(47i-;i/*N 

t>a^?*nsl~5lol^feS'&*LTv^T^JJ:<^ bh. o. s. nh. nc 

N. NRgtfcllNORg (ZZr\ Rg{4y^;bT'*S) T'*5] r^t>^tl 

19. S; (I) *^ W*<CH-e*t?. R J. R2*^it>Jcyf'-'l-T'*t)> 

2 0. 6. T-y;* h4-->-4- (2-y h + v:?*^*-^) +y'J 6, 
7-i>pi h + v'-4- (3-> h + + 4-/ U 6. T-i^^ h + 

i/-4- (4-y h + v'7iy+:/) +y "J >^ 4- (3-7;l.;f o7xy+v') 

-6. h+->+y'J>s 4- (3-t Ko+-/7xy+-/) -e. 7- 

h + ->+y iJ X 4- (4-7'a*7iy + -» -6. 7-if:f yJri/irj 
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^+,3^..;.).^y>. (4-t-:r^;V7x-;u) M- [ (6. 7- 
.;,,,^->-4-=^^7U-.^)*^■>3^--^^» ^'^^^^ (4-t-7^ 
(4-L(6. 7-:^.h^->-4-*^'^^^)^^^^^--^^ 
N- U- [ (6. 1-'^^ h^->-4-+> ^*'>^ 
,H _,,o^*t>*;U^+^^ N- (4- [ (6. 7-:^. h^->-4 

-M-[(6. 7-:^^h + ->-4-*/-J^l')=^*->3^--^^> 

- .l^ ^.n***: K\ N- {4- [ (6. 7--:?;' b 

- Ml _ r4-7-bf-^l'7i-^l') 
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■t^^ h\ N- {4- [(6. 7-i?;( h + ->-4- + >"J;U) :t+->] y :,.-Jl] 

- (4-n-7'f-;U7xi>l') F\ N- {4- [ (6, 7-->V h 
+ i'-4- + y';;t.) 7x^;U} - (4-7'h+->7iZL;b) ;:7;U;K+ 
■t^i h\ N- {4- [ (6. 7-i?/ H + i'-4-+/'J;U) 7xji;|,} 

- (4-:/a^:7x^;b) *^1/;K+Hf5 N- {4- [ (6. 7--:>V h + i/ 
-4- + yiJ;b) -i/^' D'O:? Vjtz^l'.-K+IJ- J K> N- 

(4-n-y'?-;l-7x^;l') -N' - {4- [ (6. l-i?^ 
'JJl')^+v'] y^-jl) ^\,7, N- (4- t -y^yl.7xJ^^l.) -N' - 
{4- [ (6. 7--:>^ h + i/-4-+y ;^+•>] 7x^M -^l/T. N 

- (2- h 'J7;l'*Dy f-;U7x^;l/) -N' - {4- [ (6, 7-vy h + -> 
-4- + y';;U) ;«-+•>] 7XJ1J1/} C/U-T. N- iS-\-^)yjUtn/^Jl,y 
s.^Jl) -N' - {4- [(6. 7--:^y h + ->-4-+y'J;U)>+>'] 7x 
--'W ■J'l/T^ N- (4- h ';7;l^;tD^f-;U7x^;l/) -N' - {4- [(6. 
7-yy h + ->-4-+y'J>'l/) it+v-] 7x-;l'} -^l/T^ N- (2-yh + 
•>7xJ^;l') -N' - {4- [ (6. 7-'J:f h + ■>-4 -+yu ;U) :t+->] 
yji-M >>l/T. N- O-Jf h + v'7x:^;b) -N' - {4- [ (6. 7- 
i?;* h + ^-4-+y U^W 7x^;U} ■>^7^ N- (4-yh + ->7 
x^;b) -N' - {4- [ (6, 7-v>y V^l'-A-^J ^} )l) it^'y'] 7x 

't'UTs N- (2-7;b;tD7x^;l') -N' - {4- [ (6. l-'J^ 
h + ->-4-+y'J;l') yjL-M ■^t/j, N- (3 -7/l/*D7xr. 

A') -N' - {4- C (6. 7-yy h + i/-4-+>' U;U) 7x^;l.} 
■>^7^ N- (4-7;U:tD7xJi;l.) -N' - {4- [ (6. l-'J^ V^=y 
-4-+y'j;l/) ;*-+•>] 7x;^;U) ^V7. N- (4 -7-bf^;U7xi;b) - 
N' - {4- [ (6. l-'J:^ h + >-4-+y'J;U) :!■+•>] 7xj:.;U} -i^l/ 
Ts N- {4- C (6. h + ->-4-+y'J;U) 7x^;l,} - 
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N' -n-yDf;l''i'U7> N-n-yf-^U-N' - {4- [ (6. l-'J;l V 
+ >'-4- + /"J^b) a-^'y'l -7 :r.-)\^^V7^ N- {2-VA't^7x.-)l) 
-N' - i4- [ (6, 7--:^/ h + i'-4-+:^'/'J--'l') t^yl 7 x-M 
OlyJ. N- (2-^ h + ->7i-;l') -N' - {4- [ (6. 7-'J/ h + -> 
-4-+:f-y'J-;l') 7x^;U} >>L/7. N- (3-^ h + ->7x:^;U) 

-N' - {4- [ (6, 7--:^> h + >>-4-+-^-7'J-;b) 3f-+-/] 7ir.;u} 
-i7l/7> N- (4-y h^iyy x-Jl) -N' - {4- [ (6. T-x^ h + -> 
-4-+:^>/y-;^) 7xJ^;H 'i7b7, N-n -^f-^U-N' - {4 

- [(6. 7--:^;' h + v'-4-+:H7'J->'b) ^t+v] 7x^;b} ';?U7s 
{4-t(6, 7-yy V^'y-A-^J 'J ;U);f +->]7x^;l') [4-*;l'* 'J 7 7x 
--'W ^^J'y^ {4-[(6, 7--:^^ h + v/-4-4^y 'J;W;j-+>]7xJ^;l/} [4 
-^x3^)'JJ-7x.::l)\,-] / $> J {4-[(6, 7-->'^ h+->-4-+yU + 
->]7x^M JL-)V\ ^9Jy-. N-(2. 4-iJ^'^D7x^ 

;l')-N'-{4-[(6. 7--:?^ h + ->'-4-+y '))V)ir^'Ay =^-M^\^T. N-(3. 
4-i?^'DD7xr.;l.)-N'-{4-[(6. 7->'> h + i^-4-+>' 'J ^U) + 7 x 
--'W'>^7x N-(3. 5--:?i5'un7x^;U)-N'-{4-[(6. 7-i>"^ h + ->-4-+ 
y 'J ->] 7 X JiJU) 7 U7. N-( 4 - D D - 2 - y f'^L'7 X ^;U)-N' -{4 

-[(6, 7-i>> h+->-4-+y 'J;^);^-+->]7x^>»^}<7^'7^ n-o-t ; y - 

4-5'D0 7x^;l')-H'-{4-[(6. 1-^^ h + ->-4-+/ 'j;l');j-+->]7x:^ 
-'U}7U'7> N-{4-[(6. 7-yp' h + v'-4-+y'J -'W^T+i'] 7 x^;U)-N' -(2 
-h''Ji^;l/;ff-;l/)';7l/7. N-(3. 4-v'7;l/;*-o7x^Jb)-N'-{4-[(6. l-'J 
i h + i/-4-+y'J^U):^-+->]7xi;U}';7L/7^ N-(2, 4. 5- h 'J 7;l';i-n7 

i^ji/)-N'-{4-[(6, 7--:^^ h+i/-4-+y u;^):t4^•>37x^;^}->^7^ N- 

(3-i'DD7x^;W-N'-{4-[(6, 7-:?;' h + ->-4-+y 'J ;l')*+v'] 7x^ 
M'yi^T^ N-(4-t Ko+i/7x^;b)-N'-{4-[(6. 7-i>;' h + ->-4-+y' 
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2 2 . m «s 1-21 ©^^-rtii^-^cieiKoiiQ/jvigijfciJcSH^sgftg 
^m*^i>miiixi.i}>t£< ti^im^m&^t irt^tmrntfjimi^o 

2 4. it^si ~2 1 cDi^-rti*^-giiie«cD^L^!gifeic;-etif>cDsi^eti 

2 5. lil^^l ~2 1 OUf=n*^-Slc|S«o{k^!gifcJ;!y:^-tit.®II^W 
2 6. 11*31 ~2 1 Ol-^-fn*^-Sl-IEi6ffi<t^fciCX?-*ibOlil#6«) 

2 7. It^Sl ~2 1 ov^-f i^i&^-5^c|^tt® jt^:teJ:c;^^nt>©^W 
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3 1. if*S5^ 8^ 1 2®i^t"n*^-9lciS«E©{b^*J:c;-5-nt>©ai 
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